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te/RT * a * * ^nfijRT * 3 * vat* e>*fc£ L-cam* m i ~ 3 m <o 

k) vM&ftT**^ 5 y 

n) *>*^±R 3 , r«, R* 33J:^R 6 OH2o#P»t*» 

* ^*iy^ic^ot-cH = CH-cH = CH-t^wiWU <au R 

> 3 »T -5-^n^/77>- 2 P* *£l 

-^^;V7^t7h [2, 1-b] 7 9 > - 2 - ****** H** O 

co g£ S ^ K ff- # * tL & o 
4 ] 

R 2 tJ ? , J^TCO a ) ~ f ) : 

a ) v?n7MJH> 

b) t< tiX 1 , X 2 
5i@cO^T-@^$tL^,T'; -* 

c) fti7^^ ; 'rvfiS7i^^, c _ ,, , 

d) ^s&fcixiix 1 , x 2 , x 3 , x 4 si^x 5 *&**»***R;s*t*i~ 

e) SsSfcLOiX 1 , X 2 , X 3 , X 4 i3«fctfX 5 *e,44**«R«Wl~ 

f ) #s&*>lo±x 6 > x 7 isi^x 8 *e>fc*»*&»tt3*L*i~3ffl«>*-tf* 
x 1 , x 2 ^ x 3 . x 4 ^itfx 5 it#3i i cEtuao-e*** i»*^2 Kia 

5 ] 

ffifE# 2005-3015101 



x 3 x x 4 & i^x 5 *»e>4*»*»?)a^$^* i - 



2004-019235 ^?-v : 4/E 

BtrfBT t*^ v ^ A 2 aSSM******** MMM6l*#t?*** »**6fclB*<&te** 
[If ^ 8 ] , 

mier r; *s > a 2 a §##wi!sfeft*** ? a , if am 6 kb«*5*&* % 

[If 3jt>S 1 0] „ ^ . 

m^rrJ ->>A 2 a S&ftflcHa****, BfcrtMMMrc**, w*3I6CbB«ot&*2 

^=l^._j^^pl 1 1 J 



fcBIE# 2005-3015101 



#SS 2004-019235 



s<--J: 1/ 



*f&93tt, 7f/'»A« a SIMM iltai^^> v 7 7 -tix 

[0 0 0 2] ^ __ m ^_ 6b . 

IStt^tLtUo 7fy'»5$fri:U, 4oOt7-^^ (Ai , A 2 a > A 2 

*te#«3&fc*stt*T7V->;'A2 a S^^^tf**^*^^ 14 * < ^, * lS * L 
-C «> 7f y i/y kz a =i V >"f«MSu GABAfetm, $OV * 3 y BtfliSm- » 

j-^j;!) >-d 2 s^fftWi - * K<^5 > ©Sffrfleawfani" * c £ h *it:v»* ( 

>A 2 A »WJ(i^i, Bft*ttl»« T/uy'Wv-m**) ©fa* 

fix is rrs'yy A2 a 3&m&m ttMJfottl** JHJfii««ie 

si^pure S. S. «t tTAgasimundin Y. S. h {*> -< > */7 n [3, 2-d] feT V 5 V 

[0 0 0 4] 
Mb 2 ] 



/ \ / 0 



CONHR 6 



mSE# 2005-3015101 



2004-019235 



^-v: 2/ 



iMMTJ^^^it) -e^$*L&^V"/7?>R##*§B^Lf^* (011 A. ^ 

BMavaraf P. fcli* ttlt*J. Utffl-C*i 4 - V t7 > [2.1 

. b ]7o[3 2-dJt^ 5^>l»#*«i61-*fc*«>'t , Wfrfc U, i-^>>/^;i/7W 
t7 ^[ 2 1 . b ] 75> _ 2 -*;i/^t5 K4rM3^b"CV»* (#3;itf, ^i^fclR 1 2# 
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R 1 (±, fcmW> : f-*tz\i&M7A'* ; 
R 2 Si, JSILTOa) ~k) : 

a) ->*n7A'3r>»'*% 

b) Afn n7JV*^ „ 

c) **»feb<ttX 1 , X 2 . X 3 . X 4 JSJitfX 5 75^^^f>i^^l~ 

d) ^mftfetuix 1 , x 2 > x 3 > x 4 isi^x 5 *e,*&»*e>*R**L* i~ 

e) M^KliX 1 , X 2 , X 3 , X 4 £itfX 5 1~ 
5 -IS W^-C^S^ $ ti2> 7 V - 7 >r - ^> 

f ) ©jgtr;i'=»*->@&7/i'*;i'^ „ , 

g) IffliKliX 1 , X 2 , X 3 , X 4 i3«fctfX 5 1~ 

5 09 *>*T?siw*it» $ iiz> r y - ;v * * r ^ * 

h) ^S&fcLUlX 1 , X 2 , X 3 , X 4 S.ttfX 5 frb*Z>mfrhMftZtL&l~ 
5 -|@ <o^-c^ ? Sg| $ T 7 ;v * ;w * * Vffiift 7 * 

i ) #W&*> L< tiX 1 , X 2 , X 3 . X 4 1 ~ 
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j ) M&fc L < t±X 6 . X 7 iSitfX 8 * <b 3 1 -3««*T? 

k) u<(4x 6 „ x 7 is^x 8 3&»e>4*#3&»e>«4R*iT.* i~3iao»T? 

X 1 , X 2 % X 3 . X 4 £4t>'X 5 14, -?-^W«3tLT, BIT*? a) ~r) I 

a) /mj^vIR^ 

b) iS«iT;V^^36. 

c) ^nteiftT>i'*#'^ 

d) tt7^3*">i, 

e) ;M3{&iftT;V'3*S'2k. 

f) 7Xm^> 

g ) ^^^v-i, 

i ) MT->;v 
j ) y V*i )v 

k) — h o 

i ) ->7; 

m) —A 1 -NR 2 0 R 2 1 > 

n) -A 2 -SR 2 2 > 

o) -S0 2 NR 2 3 R 2 4 , 

P) -NHS02R 25 , ^ l*«L^« * 

q) L< tt&Tfrfefc*© : ^n^>«(^ 1g^T;v*;v*, ad»7;^ 

^jvMU 1 X 2 , X 3 , X 4 isX^X 5 tf)H2^«it*i^ -tit^**-*! 
Cftot-0 (C H 2 ) m 0-> -O (CH 2 ) n *fcl±- (CH2 ) p — C*S*L 

R 2 0 «fc t>* R 2 1 {±> **L-r*t8d£LT, frmm^ GMT***** ttTv)H 
i»7^3*i/5!iM-A'i*!tliy^ D7)^)H^t^ **v»J4R £4 0* 

r2 1 ^-StKfcoT-C (O) - (C H 2 ) „ -C (O) --C«**t**«:»«i"**» 
A 1 (4, iB-g-SfcliC 1 - 3 7;^v>i*it ; 

A 2 (4, m&tfc&c 1 - 3 7^uvi^L ; 

R 2 2 l± % JSLT^a) ~d) I 

a) J Si^TJV i t-^S% 

b) ^ttfe L < l± Wb^^>S : jSMTfr**^ ^nfiftTM 
/u2£. i|l7^3^i/iSj:^ntt7^3*yi^f.i|l!ittM^^* 1 ~31@<Z> 

itf^?WAfn7'J-^ ££f4 

d) vW7;H;i'7^tt7^+JH^t) ; 

r 2 3 is J: OR 2 4 14. *ti?tiW$.LX7tmm> : f- ttzteGMT *> 
&V>14R 2 3 4340R 2 4 -e-tL^^tt^LTV^ajdlR^t-Jt^^oTa^T^y 

r 2 5 (i, mT<Oa) ~c) : 
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nit, 
p it, 
q{±> 
X 6 , 



a) fcrnrfr*)^. 

b) ^afil7*+^l, Sfctt 

2 Sfcli3t* >9 ; 

3 Sfcii4-c* "9 ; 

2 f fclJ 3 0 ', 

X 7 iitfX 8 fi> Wt*iLt> J^T^a) ~i) : 

a) ^n^^JDR^, 

b) ft!7;v*^i> 

c) AnfelTJV^^ 

d) Mt;v^^v 

e) ^Di&jRT^a*^ 
f ) — A 1 — N R 2 0 R 2 1 . 

^ A.^ S R. ^ ^ 

h) L< \±£XTfrb%Z>m : ADyvn?-, 6«7^*^ j\u&mtji>* 



) 



R 3 
a) 
b) 
c) 



h) 
i) 



L < tt£lT^?>4*» : ^ay^W, »7JV^^ ^nt»7J^ 
R 4 , R 5 & <fc tFR 6 it, -€-*L-P*MBS]fcL-C, JGVTOa) ~n) : 

d) ^ufeflkT )V*A'&, 

e) ftjRT/l'.n*^*^ 

g) tK^*> 
•>7/S> 

L< tiJBLTfrfefcaW : ^nyvif, H»7***», ^°»7;v^ 
^g:mT;^3^v'Si3«t^^^^T;^=^^~>^ | b^4^t•CS^^^^^ l ~ 3 ISO 

# ? e& £ 7V- 

&m®:i> L<i*&Tfrh%zm : ^nyvW, ti»7**>H6, ^nfi«T^* 

i) igMT & * & & y r =■ 

m) *1tt&fc L<tt&T*6fc&#: '^^S^ 1S«T>u*>H6s ^nfiftT^^r 

»-eWf!S s *t & y U - ;v * ^ 7 r - 4 »± 

n ) xhai^if^ $,5vMiR 3 , R 4 , R 5 £itfR 6 OH2^St^ 
Jrfrbtf— HC'5:ot-CH = CH-CH = CH-^$WMf|6L, {&U R 

3 /r 4 x R 5 isitfR 6 o^&< t ofi, 7MKir>^-JiW-c£>& ; 

">(IL. 3-^>"/>f;i'75;-5-^nD'<>' , /77>-2-*Jl'*' J Ft5 Ki3 Xlf I 
-s<y*S<i )UT<yi-y Y [2,l-b]7 7 >- 2 KfcBfeO -C^Sfr-Mt^ 

[0 0 13] 
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[0 0 1 5] „ _ , _ , 

[0016] _ 
100 1 7] v 

1 X 2 X 3 > X 4 isiZ/X 5 iz&^Xit, ^yStlC 1 ?^ tt*« : F > 4fctt*#W?'* , *F 

• x 6 x 7 &£T/x 8 iz&^xit, y^mm^. umm^itzitMmm^nM-c 

3b 0>' m.^UMizitm.mw^x$>K) ; R 3 Mv>-a±, 7yf« : P#!Hlf*l) ; r 4 n 
fllxtf >^^at, 7"nU^ ^v^ntf/uSfe, 7f-;v&> ^v7f*S> 

[0 0 2 0] 

i; V > - 2 - -ov&> tr^y v>-3 — f /u*. tr^u 4 -4 ^afcfc^wtf 



[0 0 2 2] 

[0 0 2 3] _ 

\7*7)V*fismi tit, TU-^3fCiK**nfcfiiRT^*^«:*i*L, ^>^>U* 

VdU^f *b *U £HS K Ji ^ > v )1>&Z tz it 7 ^ * f - * -5> o 
[0 0 2 4] 
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[ 0 0 2 6 ] 

* -> & if ^ tf ib tt, »a k (± ^ y v * * * ~>&-rr * h o 

[0 0 2 7 ] 

i-^;l/-l-7x^yi^ 3-7x^y7*ne;vi, 7-7^* 
^y/f^WWb^ ffj|i:li7x7^y^f;VSt^li2-7x7^yxf;u 

[0 0 2 8] 

\T7)\s*K***s%M.T'>\>*)\>&\ tit, T^^^r^^^v^-ea^^^/cj&i^T^ 

Jl/t*y^f'i'i^ii7x^f ;vt^v^f^it*4. 

10029] % ^ ^ „ 

\^mr)V^)V^)vy r tit, (ifiriRT***) - S tt* 36**1* L 

\ T y)-Vxfr7T=-»m tit, (yy-AO -s--c^S*t&**56i*L, fllx.** 

7x-;vx^7 7x;vi ( l-t7f;V^il'7 7-;H, 2-t7fJV7>;V77-;H 

i: if <b *u Sfja i:ii7x-;vx;v7 7x /u3£-e * & 0 

fi*7>l'******U ffilx-tf, 7x^^77=^^ l-7xxW^7 
r -;Vj^;l/3£ 2-7x^*^^77-^^ l->f*-l-7xi^7 

7 - Jvxf ^ 3-7x-;vxjV7 7-*7-ut:>S, t7m*77-W^i 
£if;&*Wb*u &lt:^7x-;v^jv77-*^f-^-e^^o 

fi»7>i'****5ft'*U «it«, 7;^n^f;H, ^ nD ^^ 7"u^y J;v2£ 
v7)Vtn^f^ b 7;v*uy.f-;v3£. 2, 2, 2-h'J7^tnxf^S4t 

U Wittf, ^*->S. *h*->*, 7-o#*f36, -f v^n****, 7h^rv^ 
-fV7*b*->*, sec- 7* tert-7*h*v^> ^'/fi^ + yi, 

* ~>3S& if *«**f 5> *L& o 
[0 0 3 4] 

r^o®jR7/i/3*->HfJ i: f±, l ~3^@oMt*:^±Ji«<^^r^m : PT?g&£*^ 
[0 0 3 5] 
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*5l:i*U * h^fyX^v^ 2-> h+v^^ jc I**** ****** 

[0 0 3 6] 

rMTv^SJ fctt* H-C0-<bL<fi (ft* 7 /l'**) - C 0 - "C^S 

*i*u *uwr, r-t^^afe. -/n rf--;;^ 'fvrf'J^ 

[0 0 3 7] 

|"ft*7 t»±, (<&»7*3*-» -CO-cS?WMI 

„ ^ ^ -> ;v * * -> * ;v&& £ *i & o 

[0 0 3 8 ] ^ , 

r^®tr;v^^r 5 y&] tit, fi&r;v^^Strttl?W:7 < 

y^W^S, yxW5;i, ^Dt>7^i, yMV^nfc>7 
[0 0 3 9 ] 

10 0 4 0] ^ „ 

• rtt7?^J ttt. SWC-NH-, -O-^ti-S-SrHrA,-^ iv\ 5-7 

y^ifctt^?^^*^**. iif^uiii, MfcnstTi~2fa©ft*7 

; v^;vg, ftjRT/ua*^*^*-^*^ fiiR7'>A'*. 4fctt*«*t L<»i£lT*»e> 

Anti|7;^^->S^f,aiLtSK$W 1 - S^O^gmSti* 7ix^Sff 
jftStL-Cl) J:<, COi-?4f^7$ySi:U, ^x.lf> 3, S-v^f-**^ 
yyg 4 _jch^v3!7;i/^-;Vfer^7v ? /S> 4-7-bf^^ 7 yV$, 4-7x- 

ffilXii, -f > F'J >- 1 -^f^^ 1, 2, 3, 4-fh7tKD^y.r/-l-0 
9t **v»ttl~9ffirc&*lK : f-fce>0 f fc0> NiJJtfSIK^&fcfcS^&afcfcLTS 

l ztib<Dm.it. ^-t^mmm^^^^yttzitmn^^^t^^o^m^^m 

-fy^-g-'/y/K 1, 2, 4-*W7'/'J^ f f7'/'J 
«, WVf-VvU^ 1. 2. 3-f7y7V'JK hV7V'J^ ev^, H°7v- 

site*******.* 2-feT';y;K 3-^*^ 4 - kf V f ) o 

ffifE#2 005-3015101 



2004-019235 



9/ 



3-tTV^^^^*> 3-^/V7 

;i/^Vy»W^fOfc LXs mx.it. -CHz-, -CH 2 CH 2 -CH (OH 3 ) 
-CH (CHs ) CH2- -CH 2 CH (CHs ) -C (CHs ) 2 . -C 
(CHs ) 2 C H 2 -> -CH2 C (C H 3 ) 2 -CH, CH. C H 2 . - C (C 
H 3 ) 2 C H 2 C H 2 -C (CHs ) 2 C H 2 CH (CH 3 ) -*t htl 
y MI ;| ± -CH2 -> -CH2 C H 2 -ifcli-CHj C H 2 C H 2 -"C**o 

ltS. mis. jut***, 3*«**m, w*> fc©<wo* : 

a?m mm HJ7^tn» ^-te^*^* >^> p ~ h ; f" ^ 



v»y<nttimi& tM*'J*A«L *V*aSL A^v^ Atf©iiMt«S> HJ^f- 

9*VbJc ? aToiH*:l»7^^ ft* 

M7;^^^t^y)xf^ ili7;v^->*^JVt*->^fJK l-(ft»T 
.» n- (»7^^->*;v*'-;v) 75^>f^ i- (N- (ftfftT^n 

tBSE# 2005-3015101 



#H 2004-019235 



10/ 



3)t, is x c sterns 



x 4 isit/x 5 frh-frz>W-frbmrt^ft'Z> 1 



TProtective Groups in Organic Synthesis] H ~ "" " *" " ~ J " ■*-«**•*■-*■ 

c^otM (i) ^ib^-r^-t^-c^* 

[0 0 4 8] 

— (i) -c*$tL*^fe^^v^-c, 

R 2 SfiKli, WTO a) ~f) : 

a) *st ^T;^ :3 f•^^^ 

b) f^tKliX 1 . X 2 , X 3 

c) fiK7^3^">tt7^*;l' 

d) $mWli> L< (iX 1 , X 2 , 

e) & L < f± X 1 , X 2 , X 3 > X 4 iS-fc^X 5 ^^^"bM^S*^ 1 
f ) #®&4> LOiX 6 , X 7 iJjilfX 8 ^f>^^i^^e>«^$tL^ 1 - 31@O^T- 

r 3 ta. L<{±7K*m : f-. ^nyvi^J fct±7K.m^-e*»j ; 

R 4 % R 5 £ i^R 6 \i, ftiftiailt, L< (iWTOa) - i ) 

a) Tfc^Mi^ 

b) /Nn^^Ig^, 

c) &W.T^*fr^ 

d) ^H'f&l&T^-'l': 

e) 7 ^ * v 



x 3 ^ x 4 £J:r/x 5 frb%z>%Efrbm$i2ti2> l ~ 



:Anyvg^ fiftT^**^ Anfil7JV^ 



f) 7K 

g) v7; 

h) ^S3&& L < {iJ£TF3^&&~. • - — ■ _ 

i) i/ftt7JV ; 'r^7 5^S"C*^o 
[0 0 4 9] 

[0 0 5 0] 



tb!E# 2005-3015101 



#12004-019235 



^-v: 11/ 



Kb 5] 

;x 3f- — A i 



r 3 lV I 1 R 

R V^\^CN ( xi) r \*^y' c " 



C.6 R' 



(X) 



(XII) 




R 2 
HO — ^ 
(XIV) o 

* 7t J* -t CO^JEt+SP^* 



^ R 5 



CONHR 1 igi-3 




( Xl ") 

(5*;+ r 1 r 2 r 3 N r 4 % r 5 j3 <£ 1/ R 6 li±SEi:IWc*!K L l l±tt*JR^ 

4 ^«kfto ) 
[0 0 5 1] 

2-tKn^'<> , /i h U *SM*fc (X) fflafeo^TH-fk^* 

(XI) fc»-&S*5C:^J:0, -fb-ertSJ (XII) tmbti&o ZvmitKJBt'ft^btiZ 

[0 0 5 2 ] 

(xiii) tfnhtiko mwLKi£fcm\,*t>tiz>mmt lxh, mx.n* T *z Y 

«iLtf, A, ^t>UfA, ft»*'>9A, bVxf;V7r/, N, N-5> 

i). RJSI*|IItt««i-4«*H»«^#*- RJBiRK^ ^ J: 0 1*HB~2 

4 >k <b-&W (XIII) ^ 6 (XII) £fc*<. 

[0 0 5 3] 

XH 1-3 

<fcv>-rMb£* (XIII) Sr. *«H*iM*+, «-&»J yy^nA^y;HWy 

5 1- (3 -y>f^75 ^ tf^) -3-if '^^^yM? KMS> ->T 
y ij 7 vMt v* 7 x - ;v * ^ * ^ ^ ^ f ) OfiPftTfc* ;ni?>Bt (XIV) tm 

^■friiiKJ:^ -fb^ (I) 

*7k. -fb-S-W (I) f±> (XIV) *#SKfEoT*<DRj£14S!3JflE (*0*.tf, 

miE# 2005-3015101 



t&m 2004-019235 



: 12/ 



i^D'jy^r^ft^) fcSS&SL autoffftTtfeJi^ffftTKft** (XIII) 

T-fe h — h'J >K N, N-v'>f^*^A7 5 K, f h7t FD7 7^, f&it*?- 

u>*fc£jWwre>*t*o 2 ot; -assure *>k EBSiswuMse 

10 0 5 4] 

(I) ft* -ffc^-fe -fe^ (la) ■e*3*L*flS'&'4fett* ^-^2 

[0 0 5 5] 

Mb 6] 

j*3r— A 2 



A 



10 

\ 




CONHR 1 



H0 2 C-/at J L 
(XV) 

IS2-1 



0 V 




(XIII) 



o 

(XVI) 



CONHR 1 



HY-R 30 
(XVII) 

XS2-2 




CONHR 1 



(:£+> R 1 x R 3 •. R 4 ^ R 5 fei^R 6 !4±f5fcW«-C*0, A 1 0 «Ci- i7J 

5K***U Ytt-N (R 2 0 ) -Sfctt-S-***, y *r?i5 ii™? 
r 3 0 JiR 2 1 traftt?* •?% y**-s--c*&*^\ r 3 0 **r 2 2 tmm-c 

$o Z> o ) 

[0 0 5 6] 

W&m (XIII) Mfc-frW (XV) Igl-3feP>I«»:Ui^ii^J:5, 

(xvi) **4#e>fL4 0 

[0 0 5 7] 

«v>-c\ it&m (xvi) *ato^*T4 fcttmrcft^; <xvi 

I) fclE^^i^^^ (la) **»€>fLS 0 i©RjH5Uffiv^tL*fe»fc L 

bom&mmm&mfbfrZo ttii, «x.wr, k«*'J9a, ^'^^r/ 

tiiSE# 2005-3015101 



$&m 2004-019235 



^-v I 13/ 



[0 0 5 8] 

— ttA (I) -C3££fr ; Mfc£- 

[0 0 5 9] 
[<fc7] 



<7)9*>, —m.&. (lb) -efc^ftMb-a- 




CONHR 



1 



(XIII) 



A 20 
2 / V 



CO z H 
(XVIII) 



XS3-1 




CONHR 1 



(XIX) 



R 3 A 2 ? 
HS— R 40 R 4 / / Vr» 

(XX) nM ~- 




IS3-2 

R* 

(lb) 

f#ft3 R i r3 R 4 r5 R 6 \*±%ztmm-e$>t), a 2 0 we i - 

jfc^^ib^^tL* i-5«0»T?«!fc* ftST 1 ;-^*^ U X , X , X. , 

X 4 isil^X 5 i±±!Bi:ra*-C**» ) 
[0 0 6 0] 

it&ta (XIII) Mfrfrlfc (XVIII) tts Igl-3iM#CUi*5**tfcCJ: 

•9, ft-frlfc (XIX) J&*»e>*t&o 

[0 0 6 1 ] 

^V^ffc** (XIX) "^^^^J^^m/^ 

» fcrJ :D (lb) imbtiZo £©RJ6KJBv*S> tiZ&Mt LT{±, * 

[0 0 6 3] 



mE# 2005-3015101 
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s<-z? : 14/ 



[its] 




;4-l 




CHO IS4-2 



OH NH 2 ° H * HC1 




(XXI) 



(XXII) 



(X) 



(5*;*, R 3 , R 4 , R 5 *5«t^R 6 (i±IBtl3j^-e^^o ) 
[0 0 6 4] 

yts-jvmmfc (XXI) fcAWfl/yfhv^U, MJ7;vtnKKW 
^fi?-T&- tK«fc «K (XXII) rt s #<bft&o ^Si^Rfc^^li, SUf. 

4 7* (XXII) l*> 7x;-^8«# (XXI) i/<7*^A7;V/tbU, ^ 



a $^*.r i:^J:or^#<btt^o «Sl*fflv^n^>m*t tTti> $lxJf, HJif 

II, 0. 5 ~ 4 8B#K"C** ; i>o 
[0 0 6 5] 

m^x it&w (xxii) ttKomr/Siit^ i-> 
cioTtsaii*, if, i ~ i 4 4fl#lW-e**o 

[0 0 6 6] 

CH 3 SCN 
BY 3 /A1C1 3 




X5g5-1 




r 4 , r 5 is «t z/r 6 &±.mtmm-?$>y), Ya^m^ttzn^mw^ 



R 

(XXI) 

r 3 

fc^c-To ) 

[0 0 6 7] 

(X) »±. 7x;-^ii# (XXI) *<( XWLOttT K 

L-Cfi flxtf, -^nn^n, 1, 2 - 5?* n ni* >fc if <b ft * „ >M 

tiiiE# 2005-3015101 



#H 2004-019235 



^-z? : 15/ 



;v^'J K J»*y<*v->K Sinif-D-JK >y;^;^-j K, 

Ii-7ff3-;v, ^'Jf^, Mifn^yf-v, f- * * > * *0 j 

COMT '(catechol 0-methyl transferase) M 

»^b7rA tti/tn^tf/, jMb*c«^^i=^A, ^w^*?***** 

£i i 7r /K-A SK^Vf^?^*^) fc*#*tfe>*i*o (I) 

S-8 5 1 0 ; AC- 3 9 3 3fc^*Wbft*o <D T« *»<* ft** * 

*WC«|tS*MilWt««iaT, JflltM t-PA (tissue 

pfasminogen activator) , *n*t-«« » ^^^i^ 

Jl/?8*#J (Miilf, J-^-feW>, ; 5-HTi a T=f-* 

b Wtf SUN-N4 0 5 7, BAYx 3 7 0 2 4W ;NMDASMWxll 
«7^3y*^4^) ; AMPAWI (flfctf, S- 1 7 4 6&^) ;Rhokinaseia 

mSE#2 005-3015101 



#M 2004-019235 



t-i? : 16/ 



jftttftk tt**k ri^k #R*L ««*k ^SfrfWHU M»k *Ut*lU frttffl 

[0 0 7 3] 

0 lrag^5 0 0mg^il^ -Hit fcttlfc® K^Tafilia-^i-* - S 



[0 0 7 41 _ 

*ft*U * fcttC *** KWMfcbfcWH fc L"CS4t4 £ 

[0 0 7 6] 

2££ MAIM, 

[#dfc0!l] 
[0 0 7 8] 

1-1 

3 _-/n^-5--7;v^D-2-b Kn^^yXTfl/ft K 

2 -/o*- 4 -7HD7x; -M2g)<D h U 7 nlMft(10aL)ftft£* 
fW/f hy$ >(2.94g)«rSiaHTJnix., 0 l$N;t)D&j53C Lfco fiusa**^ 5 

fcfltffiTiftWU fffctLfc^aSSrW ^;v*7A^-7 b ^9 7 4 -fc i OiSL, 

»ft'S-w(i-93g) 

1 H-NMR (CDC1 3 ) S ppm ! 7. 25-7. 30 (1H, m). 7.56-7.61 (1H, m), 9.83 (1H, s). 11. 
35 (1H, s) 

ffiSE# 2005-3015101 



mm 2004-019235 



[0 0 7 91 

1- 2 

###U - 1 ^I^SCi^ 3, 5-Wtn-2-t Kn*^vX7*ft 

1 H-NMR (CDC1 3 ) S ppm : 7.08-7.20 (2H, m), 9.88 (1H. d, J=1.9Hz), 10.72 (1H, s) 

[0 0 8 0] 

2- 1 

2 -yfrj-a- 6 -fc Ko^^V V- h V ^ 

2-7;v*n-6-^ Kn^'^^XTA'ft K(lg)«l->^-2-Kn'J K>( 
lOmL) Kn**/75 '✓&SUa(0.60g) fcflDxfcfc, 1 2 0 t:t'T 2 0 SttlW 

L/'o A'KTttWfctxv^ Tie. i&5fn£:ifi#.-eifci£L*:lfe* &*flclfc"j -> * * 

1 H-NMR (CDC1 3 ) S ppm: 6.30-6.86 (3H, m), 7.36-7.50 (1H, m) 

>X7^ftF^v\ ###12-1 ###iJ2-2~2-l 4££" 

L /to 

[0 0 8 2] 

##$J 2-2 

5 _ 7 ;v^-n- 2 Ko* v'OV- > U ;w 

1 H-NMR (CDC1 3 ) d ppm: 6.95-7.05 (1H, a). 7.30-7.45 (1H. m). 7.50-7.65 (1H, m) 

, 11.05 (1H, s) 
[0 0 8 3] 

2-3 

4-7)Vtn-2-liKn^v'^V , /-b 1 ^ 

1 H-NMR (CDC1 3 ) $ ppm: 6.20-6.35 (1H, m). 6.65-6.80 (2H, m). 7.45-7.60 (1H, m) 

[0 0 8 4] 

###| 2-4 

1 H-NMR (CDCls ) S ppm : 7 . 46-7 . 74 (2H, m), 11.42 (1H, brs) 
[0 0 8 5] 
2-5 

3 - 7n* - 5 - 7;vt n - 2 - t Kn^ v"<vy- ^ 'J ^ 

1 H-NMR (DMSO-de ) 8 ppm : 7. 69-7. 76 (1H, ■), 7.89-7.96 (1H. m). 11.01(1H, brs) 

[0 0 8 6] 

2-6 

2 _ b Kn^i/- 5 - * >l"* > V- h 'J /u 

1 H-NMR (CDCls) S ppm:2.29 (3H, s) , 6.89 (1H. d. J=8.4Hz). 7.24-7.32 (2H, m) 

[0 0 8 7] 
##|BJ 2-7 

1 H-NMR (CDC1 3 ) * ppm: 2.28 (3H, s), 5.87 (1H. brs), 6.86-6.94 (1H. m), 7.30-7 

.40 (2H, m) 
[0 0 8 8] 

###9 2-8 

1 - 1 Kn^vt7^ 2 h U;v 

1 H-NMR (CDCls ) 5 ppm : 7.35-7.85 (5H. m), 8.21-8.38 (1H. m) 
[0 0 8 9] 

ffiSE# 2005-3015101 



#H 2004-019235 



^--J : 18/ 



_ #W 2-9 
2-t: Kn*'>-5-> h^v"0 V*— b 'J ^ 

1 H-NMR (CDC1 3 ) 8 ppm : 3. 78 (3H. s), 5.77 (1H, brs), 6.88-6.98 (2H, a). 7.02-7 

.08 (1H, m) 
[0 0 9 01 
2-10 

2 _ t KU drv- 4 b *i"<> V- b 'J ^ 

1 H-NMR (CDC1 3 ) 5 ppm : 3. 94 (3H, s), 6.27 (1H, brs), 6.86-7.16 (3H, m) 

10 0 9 1 ] 
##00 2-11 

1 H-NMR (CDC1 3 ) d ppm 15.08 (2H, s), 6.54-6.64 (2H, m). 7.30-7.48 (6H. m) 

[0 0 9 2] 

2-12 

2 — nKa^->-3-> b 3f > V— b U )V 

1 H-NMR (CDC1 3 ) S ppm 13. 83 (3H, s), 6.46-6.58 (2H, m), 7.40 (1H, d, J=8.8Hz) 

[0 0 9 3] 

2- 13 

1 H-NMR (CDC 1 3 ) S ppm: 1.48 (3H. t, J=6.9Hz), 4.15 (2H, q. J=6.9Hz), 6.27 (1H, 
s), 6.80-7.15 (3H, m) 
[0 0 9 4] 
##f?8 2-14 

4 - v?if;vr 5 J - 2 - t b* a 3r V*— b U ^ 

1 H-NMR (CDC1 3 ) 5 ppm : 1. 06-1. 13 (6H. m). 3.28-3.37 (4H. ■). 6.13-6.26 (2H, m) 
7.25 (1H, d, J=8.8Hz), 10.35 (1H, s) 
[0 0 9 5] 

3- 1 

4— ^an— 2-t: Kn^v"^'/- b V ^ 
* ^ 3 -^Q7xy-;K2. 86ml) t'^noxr/ (48mL)it?&*, ttfbT*-* - 

*A(4 OOg) =*-fh*->*(3.39mL)*UP*.fclfc. JCK* +&+**sT >m(2.46mL >*jto 

1 H-NMR (CDCI3 ) 5 ppm! 6.99 (1H. dd. J-1.8. 8.5Hz), 7.03 (1H. d, J=1.8Hz). 7.4 

4(1H, d, J=8.5Hz) 
[0 0 9 6] 

i SSf ttDClV) ^ PP°>: 6.10 (1H. brs), 7.18-7.28 (2H, m). 7.39-7.50 (3H, m), 
7.54-7.60 (3H. m) 
[0 0 9 7] 

2 _^;V*a-6-fc KDt'^V/i b 'J;v (0. 35g) i * y - & (20mL) U 
^0*>J^A(O.54g)*llOx.^ iICt/D<7*b75 K(0.43g) *Jn*., 2R>mftll 

ttlSEifiF 2005-3015101 



2 0 0 4 -0 1 9 2 3 5 ^-v : 19/ 

1 H-NMR (CDC1 3 ) 5 ppm : 5. 24 (2H, brs) , 5. 81 (2H, brs) , 6. 80-6. 96 (1H, m) . 7. 10 
-7.42 (2H, m) 

10 0 9 9] 



mSE# 2005-3015101 
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20/ 



IfU] 




[0 10 0] 

###]4 - 2-4-1 8OfeM*JilTtC73>L/s: 0 
[0101] 

mffl& 2005-3015101 



S$m 2004-019235 



^-v: 21/ 



##$J 4-2 

1 H-NMR (DMSO-de ) 8 ppm I 5.97 (2H, s), 7.08-7.72 (5H, m) 
10 10 2] 
4-3 

1 H-NMR (CDCls ) 5 ppm: 5. 03 (2H. brs), 5.71 (2H. brs), 6.96-7.14 (2H, m), 7.44 
-7.54 (1H, m) 
[0103] 

4-4 . 
1 H-NMR (DMSO-de ) 8 ppm: 6.02 (2H, s), 7.12-7.50 (4H, m), 7.94-8.00 (1H, m) 

[0 10 4] 

4-5 . 
1 H-NMR (DMSO-de ) 8 ppm: 6.07 (2H, brs), 7.10-7.36 (3H.m). 7.48-7.58 (1H, m), 

7.80-7.92 (1H, m) 

[0 10 5] 
###|J 4-6 

1 H-NMR (DMSO-de ) 8 ppm: 6. 07 (2H, brs), 7.15-7.65 (4H, m) 
[0 10 6] 

4-7 . 
1 H-NMR (DMSO-de ) 8 ppm: 6. 06 (2H, brs), 7.29 (2H, s), 7.62-7.78 (2H. m) 

[0 10 7] 

###J 4 — 8 

1 H-NMR (DMSO-de ) 8 ppm: 2.39 (3H, s), 5.92 (2H, s), 7.04-7.32 (4H, m), 7.57-7 

.65 (1H, m) 
[0 10 8] 

^^•^ij 4 — 9 

f H-NMR (DMSO-de) 8 ppm: 2. 44 (3H, s) , 5.93 (2H. brs), 7.06-7.28 (4H, m), 7.63 
(1H, d, J=7.6Hz) 
[0 1 0 9] 

###fl 4-10 . „ . _ 

1 H-NMR (DMSO-de ) 8 ppm: 6.05 (2H, brs), 7.22 (2H. brs), 7.35-7.80 (7H, m), 7. 

92 (1H, d, J=8.2Hz) 
[0 110] 

i*H-NMR (DMSO-de ) 8 ppm : 6.05 (2H, brs), 7.30 (2H, brs), 7.52-8.40 (6H, m) 
[0 1 1 1 ] 

###| 4-12 „ ni , 

1 H-NMR (DMSO-de ) 8 ppm: 3. 79 (3H, s), 5.90 (2H. s), 7.02 (1H, dd, J=2. 7, 9. OH 
z), 7.17 (2H, brs). 7.31 (1H. d. J=9.0Hz). 7.40 (1H, d, J=2.7Hz) 
[0 112] 

4-13 , it , 

1 H-NMR (DMSO-de ) 8 ppm : 3.93 (3H, s), 5.98 (2H, s), 6.97-7.44 (5H, m) 

[0 1 13] 

4-14 , 
1 H-NMR (DMSO-de ) 8 ppm: 3.81 (3H, s). 5.97 (2H, s), 6.83-6.95 (2H, m), 7.04 ( 

2H, brs), 7.71 (1H, d. J=8.7Hz) 
[0 114] 
4-15 

1 H-NMR (CDC1 3 ) 8 ppm: 1.52 (3H. t, J=6.9Hz), 4.24 (2H, q. J=6.9Hz), 4.99 (2H, 
brs). 6.85-7.00 (1H. m), 7.05-7.20 (2H, m) 
[0 1 1 5] 

mSE# 2005-3015101 
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s<-i? : 22/ 



f H-NMR (DMSO-de ) 5 ppm : 5. 18 (2H. s), 5.99 (2H, s). 6.91-7.02 (2H, m) , 7.08 ( 
2H, brs), 7.30-7.52 (5H, m). 7.73 (IH. d, J=8.7Hz) 

[0 116] 
##0!l 4—17 

* H-NMR (DMSO-de ) 8 ppm : 1.05-1.18 (6H. m), 3.28-3.52 (4H, m) , 5.87 (2H, brs), 
6.47 (IH, s), 6.60-6.72 (IH, m). 6.84 (2H. brs), 7.55 (IH. d. J=8.9Hz) 
[0 117] 

##01 4-18 ,„„ , 

1 H-NMR (DMSO-de ) 5 ppm 16.21 (2H, s), 7.51 (2H. brs), 8.08-8.26 (3H, m) 

[0 118] 

##08 5-1 

4 _ 7 j. j df- )V >? n >j K 

4-7i/*«>$lf» (1. 4 g) tM^f-V'/ (15mL)CliL/:fi N, N 
-y^WMT? K (0.05mL)£iD;i. **TK**t U n 'J K (1- 2mL ) 
fcSSTLfco MfcTll*W«#Lfcfc, &JSrS^«MJEMU Mft^W (1.5 

1 H-NMR (CDC1 3 ) 5 ppm I 6. 95-7. 15 (4H, m), 7.20-7.30 (IH, m), 7.40-7.50 (2H, m) 
, 8.05-8.15 (2H, m) 

[0 12 0] 

##0lj 5-2 

1 H-NMR (CDC1 3 ) 5 ppm: 1.30 (3H. t, J=7.5Hz), 2.76 (2H, q, J=7.5Hz), 6.20-6.30 
(IH, m), 7.40-7.45 (IH, m) 
[0 12 1] 
##0!i 5-3 

3 _^ n ^._ 4 )V -%us<v V4 fr? n >J K 

1 H-NMR (CDCIs ) 5 ppm :7.20-7.30 (IH. m), 8.05-8.15 (IH. m), 8.30-8.40 (IH, m) 
[0 12 2] 

( ^*!y_ 5 _ 7 ^u^y/75^- 2-7>;v*'*-9-5 K (0.1g)trh7K Kn 
7 9 > (3mL) K * L 0 1CK:*4P, h')xW? > (0. 144mL) ° 
>*/nK-**tn; K(0.051mL)*iJD;U MfcT:i8ll*H*J*Lfc. *(6nL) fctt x. T Rfc 
*#jLU IH 1 Mimtfc. *rfflb;fc*NI**JRU M<fc*»(0.063g)*#fco 
1 H-NMR (DMSO-de ) 5 ppm : 0. 80-0. 98 (4H, m), 1.91-2.06 (IH. m). 7.28-7.40 (IH, 
m), 7.55-7.70 (2H, m). 7.89 (IH, brs), 8.13 (IH. brs), 10.34 (IH, brs) 
'[0123] 

.^n7-nA>AJV*'>i(0. 0 1 8 g) HJ (0. 0 3 2 g) Srxl^fcK 

07?> (1. 5mL) C»*U SfiKTN-^^T/ (0. 0 4 7 mL) £Un 
1555-«#Lfco 3-7S/-5-^nn^^/77V-2-^m5 K (0 
0 4 2 g) ©tl-7kKn77>M (1. 5mL) fciD;i"C14l$Hm# L fco S>.x* 
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K075>=7/3) KJ: 0*»U> (0. 0 13 g) 

1 H-NMR (DMSO-de ) S ppm : 0. 80-0. 95 (4H. m), 1.95-2.05 (1H, m), 7.45-7.65 (2H. 
m). 7.92 (1H, brs), 7.95-8.00 (1H. m). 8.15 (1H. brs). 10.37 (1H. brs) 

;v^-;i/Jn'J K©ftb D C#l6t 4 3 - 7 5 '/7 5 > - 2 - # 5 K** 

'ft: ^-^6 - 3 — 6-1 5 1 Lfco 1175 L/io 

[0 12 5] 



tBSE^ 2005-3015101 




ffifE# 2005-3015101 




ffifE# 2005-3015101 




ffifE# 2005-3015101 



2004-019235 



^? - v : 27/ 




ffi«E# 2005-3015101 




mSE#2 005-3015101 




miE# 2005-3015101 



mm 2004-019235 



^ - *J : 30/ 




mSE# 2005-3015101 



SfrM 2004-019235 



^-v: 31/ 




ffiSE#2 005-3015101 



2004-019235 



^ - v : 32/ 




mil# 2005-3015101 



mm 2004- 



0 1 9 2 3 5 



^ - V : 33/ 




[0 12 6] 

<b-B-^6 -3-6-151 o&ttftfc&TfcZFbfco 
[0 12 7] 
•ff^-^j 6 — 3 

1 H-NMR (CDC1 3 ) d ppm: 1.65-2.45 (4H. m). 3.95-4.10 (1H, m), 4.15-4.25 (1H, m) 
, 4.50-4.65 (1H, m). 6.47 (1H, brs), 6.70 (1H, brs), 7.30-7.50 (2H, m), 8.55-8.6 
5 (1H, m). 10.89 (1H, brs) 
[0 12 8] 

'fb'o^ 6 — 4 

1 H-NMR (DMSO-de ) 8 ppm : 3. 87 (3H, s), 7.00 (1H. dd, J=2.2. 8.8Hz), 7 10 (1H. 
d. J=2.2Hz), 7.55-7.75 (3H, m). 7.76-8.20 (4H. m). 8.26 (1H, d, J=8.8Hz), 11.18 

(1H, s) 

[0 12 9] 

av/^%$) 6 — 5 

1 H-NMR (DMSO-de ) 8 ppm : 7. 36-7. 95 (7H. m), 8.01 (1H, brs), 8.28 (1H, brs). 10 

.98 (1H, s) 
[0 13 0] 

1 H-NMR (DMSO-de ) 8 ppm : 7. 20-7. 35 (1H. m), 7.40-7.50 (2H, m), 7.55 (1H, dd, J 

=2.2, 9.1Hz), 7.95 (1H, brs), 8.00-8.13 (2H, a). 8.15-8.30 (2H, m), 11.03 (1H, s 

) ' ' 

[0131] 

MHWR (DMS0-d 6 ) 8 ppm : 7. 38-7. 90 (6H, m). 7.99 (1H, brs). 8.15-8.32 (2H. m), 

ffiSE# 2005-3015101 
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11.03 (1H, s) 
10 13 2] 

-ft-o"^ 6 — 8 

1 H-NMR (MeOD-d4 ) d ppm : 7. 20-7.35 (2H, m), 7.40-7.55 (2H, m), 8.05-8.15 (2H. m 
), 8.45-8.55 (1H, m) 
[0 13 3] 
6 — 9 

1 H-NMR (DMSO-de ) 8 ppm I 7. 45-7. 95 (6H. m), 8.06 (1H, brs), 8.33 (1H, brs), 10 

.94 (1H, s) 
10 13 4] 
6 — 10 

1 H-NMR (DMSO-de ) 8 ppm : 7 . 48-7 . 94 (6H, m). 8.07 (1H. brs), 8.18 (1H, brs), 10 

.91 (1H, s) 
[0 13 5] 

'(fc'n*^ 6—11 

1 H-NMR (DMSO-de ) 8 ppm : 2.43 (3H. s), 7.30-7.58 (3H, m), 7.62-7.96 (5H, m). 8 
.19 (1H, brs), 10.95 (1H, s) 
[0 13 6] 

MWMR (DMSO-de ) 8 ppm: 2.54 (3H, s). 7.20-7.38 (2H, m), 7.48-7.72 (2H, m), 7 
.76-8.00 (4H, m), 8.17 (1H, brs), 10.94 (1H, s) 
[0 13 7] 

1 H-NMR (DMSO-de ) 8 ppm : 7. 50-7. 93 (4H. m). 8.10-8.50 (5H, m), 10.96 (1H, s) 
[0 13 8] 

^Ji 6 (DMS0 4 -d6 ) 8 ppm 13.81 (3H, s). 7.09-7.19 (1H, m). 7.45-7.72 (4H, m). 7 
.77-8.00 (3H, m), 8.18 (1H, brs), 10.94 (1H, s) 
[0 13 9] 

MH1B (DMSO-de ) 8 ppm 13.99 (3H, s), 7.08-7.32 (2H, m), 7.48-7.72 (3H. m) . 7 
.76-8.00 (3H, m), 8.13 (1H, brs), 10.93 (1H, s) 
[0 14 0] 

Mi-NMR (DMS0-d6 ) 8 ppm 13.99 (3H, s) , 7.13 (1H d, J=7. 9Hzj ). 7. 20-7. 3( ) (1H . 
), 7.35-7.50 (2H, m) , 7.70 (1H, d, J=7.9Hz), 7.89 (1H, brs), 8.00-8.20 (3H, m). 

10.91 (1H, s) 
[0 14 1] 

MMWR (DMSO-de ) 8 ppm : 3. 87 (3H, s), 6.92-7.20 (2H, m), 7.45-8.28 (7H, m), 1 

1.14 (1H, s) 
[0142] 

jty£s-%m 6 — 18 

1 H-NMR (DMSO-de ) 8 ppm : 1.43 (3H, t. J=6.9Hz). 4.30 (2H. q. J=6.9Hz), 7^05-7 
15 (1H. m), 7.20-7.30 (1H, m), 7.35-7.50 (2H, m), 7.66 (1H. dd, J-0.9. 8.2Hz), 7 
.90 (1H, brs), 8.00-8.20 (3H, m), 10.89 (1H. s) 

[0 14 3] 
AVX^tyn 6—19 

1 H-NMR (DMSO-de ) 8 ppm 15.24 (2H, s), 7.00-7.20 (2H, m), 7.30-7.95 (10H. m), 
8.11 (1H, brs), 8.17 (1H. d, J=9.0Hz), 11.14 (1H, s) 

ffiliE#2 005-3015101 



#ff 2004-019235 



^—7': 35/ 



10 14 4] 

'fb'n"^ 6 — 20 

1 H-NMR (DMSO-de ) 8 ppm '. 7. 49-8. 24 (10H, m), 8.37 (IH. brs), 8.50 (IH. d, J=8. 

2Hz). 11.03 (IH. s) 
[0 14 5] 

yfj^/CSv{tej g 2 1 

1 H-NMR (DMSO-de ) 8 ppm : 1.14 (6H. t. J-7. 1Hz) , 3.43 (4H. q, J=7.1Hz). 6.58-6 
64 (IH, m). 6.76-6.86 (IH, m). 7.48-7.92 (6H, m). 8.11 (IH. d. J=9.2Hz), 11.27 ( 

IH, s) 

10 14 6] 

Vc^mt) 6 _ 22 

1 H-NMR (CDCls ) 8 ppm : 5. 64 (IH, brs), 6.43 (IH, brs), 7.20-7.65 (4H, m), 7.85 
-7.95 (IH, m). 8.00-8.10 (IH. m), 8.30-8.40 (IH, m). 10.88 (IH, brs) 

[0 14 7] 
/ ftj^ v $3 6 2 3 

1 H-NMR (CDCls ) S ppm: 5.99 (IH, brs). 6.52 (IH, brs), 7.15-7.30 (IH, m). 7.35 
-7.55 (3H. m), 7.95-8.05 (2H, n). 8.30-8.40 (lH, m), 10.93 (IH, brs) 

[0 14 8] 

AV/^ym 6 — 24 

> H-NMR (DMSO-de ) 8 ppm: 7.57 (IH, dd. J-2.2. 8.8Hz) 7.60-7.70 (2H m) 7.72- 

7.80 (IH, m), 7.90-8.10 (3H. m). 8.19 (IH, d, J=2.2Hz). 8.27 (IH. brs), 10.99 (1 

H, s) 

[0 14 9] 

» H-NMR (DMSO-de ) S ppm : 7. 36-7.48 (IH, m), 7.64-7.80 (3H. m) , 7.92-8.08 (3H, 

m), 8.16-8.32 (2H, m), 11.04 (IH, s) 
[0 15 0] 

MwSr (DMSO-de ) S ppm : 7. 52-7. 80 (4H, m), 7.96-8.12 (3H, m) , 8.33 (IH. brs), 

10.95 (IH, s) 
[0151] 

^ZwR (DMSO-de ) S ppm: 3.87 (3H. s), 6.95-7.05 (IH, m) , 7.07-7.15 (IH, m), 7 
.55-8.25 (7H, m), 11.13 (IH. s) 
[0152] 

^t-mi (DMSO 8 de ) S ppm :3. 87 (3H. s). 7.00 (IH, dd, J=2.2, 8.8Hz). 7.11 (IH. 
d. J=2.2Hz). 7.65-7.75 (2H, m). 7.76-8.25 (5H, m), 11.15 (IH, s) 
[0153] 

^Zim (DMS0 9 -d6 ) S ppm: 7.35-7.45 (IH, m). 7.50-7.75 (2H, m), 7.80-8.05 (4H, 
m), 8.15-8.30 (2H. m). 10.96 (IH, s) 
[0 15 4] 

1 H-NMR (DMS0-d 6 ) d ppm: 3.87 (3H. s), 7.00 (IH, dd, J-2.2. 8.8Hz). 7.11 (IH. 
d. J=2.2Hz), 7.50-7.65 (IH, m). 7.75-8.25 (6H. m), 11.12 (IH. s) 

[0 15 5] 

AV/^-tyn 6 — 3 1 

1 H-NMR (DMSO-de) 8 ppm : 7. 35-7. 45 (IH. m). 7.60-7.75 (2H, m). 7. 80-8. 10 (4H. 
m). 8.24 (IH, brs). 10.91 (IH, s) 

ttiBE^F 2005-3015101 
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[0 15 6] 

/ fb y o*% 6 — 32 

1 H-NMR (DMSO-de) 8 ppm 13.87 (3H, s), 6.99 (1H, dd, J=2. 2, 8.8Hz), 7.11 (1H. 
d, J=2.2Hz). 7.60-8.20 (6H. m), 11.06 (1H, s) 
[0157] 

1 H-NMR (DMSO-de ) $ ppm : 7. 35-7. 45 (1H, m), 7.60-7.70 (2H, m), 7.75-7.85 (1H, 
m). 7.96 (1H. brs), 8.00-8.10 (1H, m). 8.15-8.30 (2H, m), 10.90 (1H, brs) 

[0 15 8] 
it^m 6-34 

1 H-NMR (DMSO-de) 8 ppm : 7.40-7. 45 (1H. m), 7.60-7.70 (1H, m), 7.75-7.80 (1H. 
m), 7.97 (1H, brs), 8.00-8.30 (4H, m), 10.95 (1H, brs) 
[0 15 9] 

'ffc'o*^' 6 3 5 

1 H-NMR (DMSO-de ) 8 ppm : 3.87 (3H, s), 6.95-7.05 (1H, m), 7.10-7.15 (1H. m). 
7.60-7.70 (1H, m), 7.85 (1H, brs), 7.95-8.25 (4H, m), 11.06 (1H, brs) 

[0 16 0] 
it&m 6-36 

1 H-NMR (DMSO-de ) 8 ppm : 2.43 (3H, s), 7.35-7.55 (3H, m), 7.60-7.70 (1H, m), 7 
.75-7.90 (2H, m). 7.95-8.10 (2H, m), 8.27 (1H, brs), 11.00 (1H, s) 

[0 16 1] 
VG%tyfi 6 — 37 

1 H-NMR (DMSO-de ) 8 ppm : 2.42 (3H. s), 7.35-7.45 (3H, m), 7.66 (1H, m), 7.91 ( 
2H, d, J=8.2Hz), 7.95-8.10 (2H, m), 8.27 (1H, brs), 11.01 (1H, s) 

[0 16 2] 
it&m 6-38 

1 H-NMR (DMSO-de ) 8 ppm : 2.42 (3H, s). 7.35-7.70 (4H, m) , 7.85-8.00 (2H, m), 8 
.03 (1H, brs), 8.30-8.40 (1H, m), 8.32 (1H, brs), 11.04 (1H, brs) 

[0 16 3] 
-ffcfr* 6-39 

1 H-NMR (DMSO-de ) 8 ppm! 2.42 (3H, s), 3.87 (3H, s), 7.00 (1H, dd, J=2.2, 9. 1H 
z). 7.10 (1H, d, J=2.2Hz). 7.45-7.55 (2H, m), 7.74-8.20 (4H, m), 8.25 (1H, d. J= 
8.8Hz), 11.15 (1H, s) 

[0 16 4] 
ik&W) 6-40 

1 H-NMR (DMSO-de ) 8 ppm : 2.41 (3H, s). 3.87 (3H, s), 6.99 (1H, dd, J-2.5. 9. 1H 
z), 7.10 (1H. d, J=2.2Hz), 7.41 (2H, d, J=7.9Hz). 7.70-8.20 (4H, m), 8.27 (1H, d 
, j=9.1Hz), 11.15 (1H, s) 
[0 16 5] 

It&m 6-41 / 

1 H-NMR (DMSO-de ) 8 ppm I 1.43 (3H, t, J=6.9Hz), 2.42 (3H, s), 4.29 (2H, d, J=7 
.3Hz), 7.10-7.15 (1H, m), 7.20-7.30 (1H. m), 7.40-7.55 (2H, m), 7.73 (1H. dd, J= 
0.9, 8.2Hz). 7.76-7.85 (2H, m) . 7.90 (1H, brs), 8.08 (1H. brs), 10.93 (1H, s) 

[0166] 
QC&m 6-42 

1 H-NMR (DMSO-de) 8 ppm : 1.23 (3H, t, J=7.6Hz), 2.72 (2H, q, J=7.6Hz), 7.35-7. 
50 (3H, m), 7.66 (1H. m), 7.85-8.10 (4H, m), 8.27 (1H, brs), 11.01 (1H, s) 

[0 16 7] 
il&m 6-43 

1 H-NMR (DMSO-de ) 8 ppm '. 1.23 (3H, t, J=7.6Hz). 2.72 (2H, q, J=7.6Hz), 7.45 (2 
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H, d, J=8.2Hz), 7.57 (1H, dd, J-2.5. 9.1Hz), 7.67 (1H, d, J=8.8Hz). 7.93 (2H, d, 
J=8.2Hz), 8.02 (1H, brs), 8.29 (1H, brs), 8.35 (1H, d, J=2.2Hz), 11.03 (1H, s) 
[0 16 8] 

y ffc'n"$0 6 — 44 

1 H-NMR (DMSO-de ) 5 ppm! 1.23 (3H, t, J=7.6Hz), 2.71 (2H, q, J=7.6Hz), 3.87 (3 
H, s), 6.99 (1H, dd, J=2.2, 9.1Hz), 7.10 (1H, d, J=2.2Hz), 7.44 (2H, d, J=8.2Hz) 
, 7.70-8.20 (4H, m). 8.27 (1H, d, J=8.8Hz), 11.15 (1H, s) 
[0 16 9] 
6 — 45 

1 H-NMR (DMSO-de ) 8 ppm : 0. 92 (3H, t, J=7.3Hz), 1.55-1.75 (2H, m), 2.66 (2H, t 
, J=7.3Hz), 7.35-7.50 (3H, m), 7.66 (1H, dd, J=4. 1, 9.1Hz), 7.85-8.10 (4H, m), 8 
.27 (1H. brs), 11.00 (1H, s) 

[0 17 01 
it^>fy) 6-46 

1 H-NMR (DMSO-de ) 8 ppm: 0.92 (3H, t, J=7.3Hz), 1.55-1.70 (2H, m), 2.66 (2H, t 
, J=7.3Hz), 3.87 (3H, s), 6.99 (1H, dd, J=2. 2, 8.8Hz), 7.10 (1H, d, J=2.2Hz), 7. 
42 (2H, d, J=8.2Hz), 7.70-8.20 (4H, m), 8.27 (1H, d, J=8.8Hz), 11.14 (1H. s) 

[01711 
it&m 6-47 

1 H-NMR (DMSO-de ) 8 ppm : 0. 91 (3H, t, J=7.3Hz), 1.25-1.40 (2H, m), 1.55-1.65 ( 
2H, m), 2.69 (2H, t, J=7.6Hz), 7.35-7.50 (3H, m), 7.60-7.70 (1H, m), 7.85-8.10 ( 
4H, m), 8.26 (1H, brs), 11.00 (1H, s) 

[0 17 2] 
it&W 6-48 

1 H-NMR (DMSO-de ) 8 ppm : 7. 35-7. 45 (1H, m), 7.60-7.75 (1H, m), 7.80-7.90 (2H, 
m). 7.95-8.10 (2H, m), 8.20-8.40 (3H, m), 11.07 (1H, s) 
[0 17 3] 

6-49 ■ , tt j 

1 H-NMR (DMS0-d6) 8 ppm : 3. 87 (3H, s), 7.00 (1H, dd, J=2.2, 8.8Hz). 7.12 (1H, d 
J=2.2Hz), 7.70-8.20 (5H, m), 8.25-8.35 (2H. m), 11.23 (1H, s) 
[0 17 4] 
VL&m 6-50 

1 H-NMR (DMSO-de) 8 ppm: 4. 87 (2H, s), 7.30-7.50 (1H, m), 7.60-7.75 (3H, m), 7 
.90-8.10 (4H, m), 8.27 (1H, brs). 11.02 (1H, s) 

[0 17 5] 
/ ffc > o*^J 6 5 1 

1 H-NMR (CDC1 3 ) 8 ppm: 4.68 (2H, s), 5.61 (1H, brs), 6.41 (1H, brs), 7.20-7.30 
(1H, m), 7.35-7.45 (1H. m). 7.50-7.70 (2H, m), 7.95-8.10 (2H, m), 8.35-8.45 (1H 
, m), 10.89 (1H, brs) 

[0 1 7 6 1 
'fb'o"^ 6 — 52 

1 H-NMR (DMSO-de ) 8 ppm: 4. 87 (2H, s), 7.40-7.50 (1H. m), 7.60-7.80 (3H, m), 7 
.95-8.05 (3H, m), 8.20-8.30 (2H, m), 11.05 (1H, brs) 

[0 17 7] 
lb 6 — 53 

1 H-NMR (DMSO-de ) 8 ppm: 4. 89 (2H. s), 7.40-7.50 (1H, m), 7.60-7.65 (1H, m), 7 
.70-7.80 (2H, m), 7.95-8.15 (3H, m), 8.20-8.30 (2H, m), 11.06 (1H. brs) 

[0 17 8] 
'fb'cH^ 6 — 54 

1 H-NMR (DMSO-de ) 8 ppm: 4. 87 (2H, s), 7.57 (1H, dd, J=2.2, 8.8Hz), 7.60-7.75 
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(3H, m). 7.95-8.10 (3H, m). 8.25-8.35 (2H. m). 11.04 (1H, s) 

[0 17 9] 
'fb'o'^J 6 - 5 5 

1 H-NMR (DMSO-de ) 8 ppm:2.44 (3H, s). 4.87 (2H, s). 7.30-7.40 (1H, m), 7.45-7 
.55 (1H, m), 7.60-7.70 (2H, m) , 7.90 (1H. brs), 7.95-8.05 (3H, m) , 8.17 (1H, brs 

), 10.98 (1H, brs) 
[0 18 0] 

6-56 

1 H-NMR (DMSO-de ) 8 ppm 12.44 (3H, s), 4.89 (2H, s), 7.30-7.40 (1H, m), 7.45-7 
.80 (3H. a). 7.90 (1H, brs), 7.95-8.15 (3H, m). 8.17 (1H, brs), 10.97 (1H, brs) 

[0181] 
-fk-g-t) 6-57 

1 H-NMR (DMSO-de ) 8 ppm: 3.87 (3H, s), 4.89 (2H, s). 7.00 (1H, dd, J-2.2, 8.8H 
z), 7.11 (1H, d, J=2.2Hz), 7.55-8.15 (6H, m), 8.21 (1H, d. J=8.8Hz). 11.17 (1H. 

s) 

^ft^i^ 6-58 

1 H-NMR (DMSO-de) 8 ppm: 3. 87 (3H, s), 4.87 (2H, s), 7.00 (1H, dd, J-2.2, 9. 1H 
z), 7.11 (1H, d, J=2.2Hz), 7.66 (2H, d, J=8.5Hz), 7.75-8.15 (4H, m), 8.24 (1H, d 
, J=8.8Hz), 11.17 (1H, s) 

[0182] 
i^^^S 6 — 59 

1 H-NMR (DMSO-de ) 8 ppm : 1.43 (3H, t, J=6.9Hz), 4.30 (2H, q, J=6. 9Hz) . 4.89 (2 
H, s), 7.10-7.15 (1H, m). 7.20-7.30 (1H. m), 7.55-7.75 (3H, m), 7.91 (1H. brs). 
7.95-8.00 (1H, m), 8.05-8.15 (2H, m). 10.95 (1H. s) 

[0 18 3] 
it&ytQ 6-60 

1 H-NMR (DMSO-de ) 8 ppm : 7. 35-7. 45 (1H, m), 7.60-7.85 (3H, m), 7.97 (1H. brs). 
8.23 (1H, brs), 8.30-8.45 (2H, m) , 11.01 (1H, s) 
[0 18 4] 

it^m 6 - 6i 

1 H-NMR (DMSO-de ) 8 ppm: 3. 87 (3H, s). 7.00 (1H, dd, J=2. 2, 8.8Hz). 7.12 (1H, 
d, J=2.2Hz), 7.70-7.95 (2H, m), 8.05 (2H, d, J=8.8Hz), 8.30-8.45 (2H, m), 11.15 

(1H, s) 

[0 18 5] 

it&m 6-62 . 
1 H-NMR (DMSO-de ) 8 ppm: 3.87 (3H, s), 7.00 (1H, dd, J-2. 2, 8.8Hz), 7.12 (1H, 
d, J=2.2Hz), 7.75-8.20 (5H, m), 8.29 (1H, d, J=8.2Hz), 8.42 (1H, s), 11.11 (1H. 
s) 

[0 18 6] 

it&m 6-63 , 

1 H-NMR (DMSO-de ) 8 ppm: 2.83 (4H, s), 7.35-7.45 (1H, m), 7.55-7.60 (1H, m), 7 

.65-7.80 (2H, m). 7.90-8.10 (4H, m), 8.27 (1H, brs), 11.02 (1H, s) 

[0 18 7] 
it&® 6-64 

1 H-NMR (DMSO-de ) $ ppm : 2. 70-2. 95 (4H, m), 3.87 (3H, s), 6.90-7.30 (2H, m), 7 
.40-8.30 (7H, m), 11.16 (1H, s) 

[0 18 8] 
it-^m 6-65 

1 H-NMR (DMSO-de ) 8 ppm: 2. 23 (3H. s), 2.45 (4H. t, J=4.7Hz), 3.25-3.40 (4H, m 
). 7.08 (2H, d, J=8.8Hz). 7.20-7.30 (1H, m), 7.52 (1H, dd. J=2.2. 8.8Hz), 7.84 ( 
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2H, d, J=8.8Hz), 7.94 (1H. brs). 8.21 (1H, brs). 8.35-8.45 (1H, m), 10.99 (1H, s 
) 

[0 1 8 9] 

it&m 6-66 /nti j t 

1 H-NMR (DMSO-de ) d ppm : 3. 20-3. 40 (4H, m), 3.65-3.85 (4H, m). 7.10 (2H, d, J= 
9.1Hz), 7.20-7.30 (1H, m). 7.53 (1H, dd. J-2.2, 8.8Hz). 7.80-8.00 (3H, m) , 8.22 
(1H, brs), 8.35-8.45 (1H, m) . 11.00 (1H, s) 

[0 19 0] 
iY/kfy 6-67 

1 H-NMR (CDC1 3 ) 5 ppm : 1. 40-1. 55 (9H, m). 4.35-4.50 (2H. m), 4.98 (1H, brs), 5 
.92 (1H, brs), 6.43 (1H, brs), 7.30-7.50 (4H, m), 7.95-8.05 (2H, m), 8.65-8.75 ( 
1H, m), 10.85 (1H, brs) 
[0191] 

ft-fMfe 6-68 . n 

1 H-NMR (DMSO-de ) d ppm: 3.86 (3H, s), 7.20-7.30 (1H, m), 7.35-7.45 (1H, m). 7 
.48-7.60 (3H, m), 7.67 (1H, dd, J=4.4, 9.1Hz), 7.90-8.10 (2H, m) , 8.27 (1H, brs) 

, 11.02 (1H, s) 
[0 19 2] 

6-69 t it \ n 

1 H-NMR (DMSO-de ) 8 ppm I 3. 87 (3H, s), 7.10-7.20 (2H, m), 7.35-7.45 (1H, m), 7 
.65 (1H, dd, J=4.1, 9.1Hz), 7.90-8.10 (4H, m), 8.26 (1H, brs), 10.95 (1H, s) 

[0 19 3] 
ik^n'-flO 6 — 70 

1 H-NMR (DMSO-de) 8 ppm I 3.86 (3H, s), 7.24 (1H, dd, J=2. 5, 7.9Hz), 7.43 (1H, 
dd, J-1.9, 8.8Hz). 7.48-7.60 (3H, m), 7.76 (1H, d, J=1.6Hz), 8.02 (1H, brs), 8.2 
0-8.35 (2H, m), 11.06 (1H. s) 
[0 19 4] 
6-71 

1 H-NMR (DMSO-de ) 8 ppm: 3. 86 (3H, s), 3.87 (3H, s), 6.99 (1H, dd, J-2.2. 8.8H 
z), 7.10 (1H, d. J=2.2Hz), 7.20-7.30 (1H. m), 7.45-7.60 (3H, m), 7.87 (1H, brs), 
8*. 06 (1H. brs). 8.25 (1H. d. J=9.1Hz). 11.17 (1H, s) 

[0 19 5] 
it'a^d 6 — 72 

1 H-NMR (DMSO-de ) 8 ppm: 3.863 (3H, s), 3.866 (3H, s), 6.98 (1H, dd. J=2. 2, 8. 
8Hz), 7.09 (1H, d, J=2.2Hz), 7.15-7.20 (2H, m), 7.75-8.15 (4H, m), 8.27 (1H, d, 
J=8.8Hz), 11.09 (1H, s) 

[0 19 6] 
■ft 'a" $3 6 7 3 

1 H-NMR (DMSO-de ) 8 ppm : 1.43 (3H. t, J=6.9Hz), 3.86 (3H, s), 4.30 (2H, q, J=6 
9Hz), 7.12 (1H, d, J=7.9Hz), 7.20-7.30 (2H, m). 7.45-7.65 (3H, m), 7.73 (1H, d, 
J=8.2Hz), 7.92'(1H. brs), 8.09 (1H. brs). 10.95 (1H, s) 
[0 19 7] 

it&m 6-74 x . „ 

1 H-NMR (DMSO-de) 8 ppm: 3. 87 (3H, s), 7.10-7.20 (2H, m), 7.35-7.60 (3H, m), 7 
.69 (1H, dd, J=1.6, 8.5Hz), 7.75-7.85 (3H, m), 7.90-8.05 (3H, m), 8.21 (1H, brs) 
, 8.39 (1H, d. J=8.5Hz). 11.03 (1H. s) 
[0 19 8] 

6-75 , 
1 H-NMR (DMSO-de) 8 ppm : 7. 35-7. 45 (1H, m), 7.60-7.80 (3H, m), 7.85-8.10 (4H, 

m), 8.26 (1H. brs). 11.03 (1H, s) 
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[0199] 

it&m 6 - 7 6 \ en / in Jl 

1 H-NMR (DMSO-de ) 8 ppm : 7. 35-7. 45 (1H, m), 7.61 (2H, d, J=7.9Hz), 7.67 (1H. d 
d, J=4.1, 9.1Hz), 7.85-8.05 (2H, m), 8.10-8.35 (3H, m), 11.00 (1H, s) 
[0 2 0 0] 

it'km 6-77 . 
1 H-NMR (DMSO-de ) 8 ppm 13.87 (3H. s), 7.00 (1H, dd, J=2.2, 8.8Hz). 7.12 (1H, 

d, J=2.2Hz), 7.60-8.25 (7H, m), 11.20 (1H, s) 

[0 2 0 1] 

Ib^fgj 6-78 

1 H-NMR (DMSO-de ) 8 ppm 13.87 (3H, s), 7.00 (1H, dd, J=2.2, 8.8Hz), 7.11 (1H. 
d, J=2.2Hz), 7.61 (2H, d, J=8.5Hz), 7.70-8.30 (5H. m). 11.15 (1H, s) 
[0 2 0 2] 
6 — 79 

1 H-NMR (DMSO-de ) 8 ppm! 1.43 (3H, t, J=7.3Hz), 4.30 (2H, q. J=7.3Hz), 7.12 (1 
H, d, J=7.3Hz), 7.20-7.30 (1H, m), 7.62 (1H, dd, J=0.9, 8.2Hz), 7.68 (1H, d, J=8 
.2Hz), 7.72-7.80 (1H, m), 7.91 (1H, brs), 7.95 (1H, brs), 8.00-8.15 (2H, m). 10. 
97 (1H, s) 

[0 2 0 3 ] 
it&m 6-80 

1 H-NMR (DMSO-de ) 8 ppm : 7. 05-7. 50 (7H, m), 7.55-7.80 (4H, m), 7.90-7.95 (1H, 
m), 7.98 (1H, brs), 8.26 (1H. brs), 11.00 (1H, brs) 

[0 2 0 4] 
ffrfr* 6-81 

1 H-NMR (DMSO-de ) 8 ppm : 7. 05-7. 30 (5H, m), 7.35-7.55 (3H, m), 7.60-7.70 (1H, 
m), 7.90-8.10 (4H, m), 8.26 (1H, brs), 10.96 (1H, s) 

[0 2 0 5] 
it&m 6-82 

1 H-NMR (DMSO-de ) 8 ppm : 7. 05-7. 35 (4H, m), 7.40-7.80 (7H, m), 8.01 (1H, brs). 
8.20-8.30 (1H, m), 8.28 (1H, brs), 11.02 (1H, brs) 
[0 2 0 6] 
ittem 6-83 

1 H-NMR (DMSO-de ) 8 ppm : 7. 05-7. 35 (4H, m), 7.40-7.65 (5H, m), 7.70-7.80 (2H, 
m), 8.05 (1H, brs), 8.33 (1H, brs), 10.95 (1H, brs) 

[0 2 0 7] 
it&m 6-84 

1 H-NMR (DMSO-de ) 8 ppm: 2.42 (3H, s), 7.05-7.65 (10H, m), 7.75-7.80 (1H, m), 
7.88 (1H, brs), 7.90-8.00 (1H, m), 8.16 (1H, brs), 10.97 (1H, brs) 
[0 2 0 8] 
6-85 

1 H-NMR (CDCls ) 8 ppm: 3.88 (3H, s), 5.69 (1H, brs), 6.26 (1H, brs), 6.85-7.50 
(9H, m), 7.65-7.80 (2H, m), 8.50-8.60 (1H, m), 10.95 (1H, brs) 
[0 2 0 9] 
VC%% 6-86 

1 H-NMR (DMSO-de) 8 ppm : 7. 10-7. 30 (5H, m), 7.35-7.55 (5H, m), 7.65-7.85 (4H, 
m). 7.97 (1H, brs), 8.00-8.10 (2H, m). 8.22 (1H, brs), 8.35 (1H, d. J=8.2Hz), 11 
.04 (1H, s) 

[0 2 10] 
it%m 6-87 

1 H-NMR (DMSO-de ) 8 ppm : 7. 35-7. 60 (4H, m), 7.65-7.85 (4H, m). 7.90-8.10 (4H, 
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m), 8.20-8.35 (2H, m), 11.11 (1H, s) 

[0211] 
it&m 6-88 

1 H-NMR (CDC1 3 +MeOD-d 4 ) 5 ppm : 1.60-1.90 (4H. m). 3.00-3.50 (4H, m), 7.25-7.5 

0 (2H, m), 7.80-8.20 (4H, m), 8.45-8.60 (1H, m) 

[0212] 
6-89 

1 H-NMR (DMSO-de ) 8 ppm : 0. 75-0. 95 (6H, m), 1.40-1.60 (4H, m), 3.00-3.15 (4H, 
m), 3.87 (3H. s), 7.00 (1H, dd. J-2.5. 9.1Hz). 7.12 (1H, d, J=2.2Hz), 7.87 (1H. 
brs), 7.95-8.25 (6H. a), 11.21 (1H, s) 

[0213] 
fc&m 6-90 

1 H-NMR (DMSO-de ) 8 ppm 16.17 (2H, s), 7.12 (1H, d, J=8.2Hz). 7.35-7.45 (1H, m 
), 7.50 (1H, d, J=1.9Hz), 7.55-7.70 (2H, m). 7.90-8.05 (2H, m). 8.25 (1H. brs). 

10.87 (1H, s) 
[0 2 14] 
'ffc'ci*© 6 9 1 

1 H-NMR (DMSO-de) 8 ppm : 6. 17 (2H. s), 7.12 (1H, d, J=8.2Hz). 7.20-7.30 (1H. m 
). 7.49 (1H. d. J=1.6Hz). 7.50-7.60 (1H. m), 7.59 (1H, dd, J=1.6. 8.2Hz). 7.94 ( 
1H, brs), 8.20 (1H. brs). 8.25-8.35 (1H, m). 10.94 (1H, s) 

[0 2 15] 
'fb'cj"^ 6 — 92 

1 H-NMR (DMSO-de ) 8 ppm I 6. 18 (2H, s). 7.10-7.15 (1H. m). 7.45-7.70 (4H, m) , 8 
.02 (1H. brs). 8.25-8.30 (1H, m), 8.30 (1H. brs), 10.89 (1H. brs) 
[0216] 
6-93 

1 H-NMR (DMSO-de ) 8 ppm 13.87 (3H, s). 6.17 (2H. s) . 6.90-7.20 (3H. m), 7.40-7 
.65 (2H, m), 7.84 (1H. brs), 8.03 (1H. brs). 8.15-8.30 (1H. m). 11.02 (1H, s) 

[0 2 1 7] 
it'n^O 6 — 94 

1 H-NMR (DMSO-de ) 8 ppm I 1.43 (3H, t, J=6.9Hz), 4.29 (2H. q. J=6.9Hz), 6.16 (2 
H, s), 7.05-7.25 (3H. m). 7.50 (1H. d. J=1.6Hz). 7.59 (1H, dd. J-1.9, 8.2Hz). 7. 
69 (1H, dd. J=0.9. 7.9Hz), 7.89 (1H. brs), 8.06 (1H, brs). 10.79 (1H, s) 

[0 2 18] 
4t/a*% 6 — 95 

1 H-NMR (DMSO-de ) 8 ppm : 3. 25-3. 35 (2H. m) . 4.60-4.70 (2H. m). 6.90-7.00 (1H. 
m). 7.50-7.70 (2H. a), 7.75-7.95 (2H. m). 8.01 (1H, brs). 8.30 (1H. brs). 8.30-8 
.40 (1H, m), 10.93 (1H, brs) 

[0 2 19] 
it&W 6-96 

1 H-NMR (CDC1 3 ) 8 ppm : 2. 05-2. 25 (2H, a), 2.90-3.10 (4H, m). 7.30-7.50 (3H. m) 
, 7.75-7.95 (2H, m), 8.65-8.75 (1H. m) 

[0 2 2 0] 
it&m 6-97 

1 H-NMR (CDC1 3 ) 8 ppm: 3.82 (2H. s),6.11 (1H. brs). 6.46 (1H. brs). 7.10-7.50 
(6H. m). 7.55-7.60 (1H, m), 8.50-8.55 (1H, a), 9.94 (1H. brs) 

[0 2 2 1 ] 
jk&Vd 6-98 

1 H-NMR (CDCls ) 8 ppm: 2.82 (2H. t. J=7.9Hz). 3.11 (2H. t. J=7.9Hz). 5.68 (1H. 
brs). 6.35 (1H, brs). 7.15-7.55 (7H. m). 8.45-8.55 (1H. m). 9.82 (1H. brs) 
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[0 2 2 2] 

/ ft. / o~ ! $7 6 — 99 

1 H-NMR (DMSO-de) 8 ppm:3.81 (3H, s). 3.84 (3H, s), 3.86 (3H. s) , 6.90-7.10 ( 
4H, m), 7.20-7.30 (1H, m), 7.35-7.40 (1H, m), 7.55-7.65 (1H, m), 7.76 (1H, brs), 
7.94 (1H, brs), 8.05-8.15 (1H, m), 10.26 (1H, brs) 

[0 2 2 3 ] 
it^6 - 1 0 0 

1 H-NMR (DMSO-de ) * ppm: 3.84 (3H, s) , 4.05 (2H, s), 6.93 (1H, dd, J=2.5, 9. 1H 
z). 6.98-7.15 (3H, m), 7.43 (1H, dd, J-1.3, 5.0Hz), 7.74 (1H, brs), 7.90 (1H, br 
s), 7.93 (1H, d, J=8.8Hz), 10.34 (1H, s) 

[0 2 2 4] 
it&tya 6-101 

1 H-NMR (CDC 1 3 +Me0D-d4 ) 8 ppm : 6. 75-6. 90 (1H, m) , 7.25-7.75 (4H, m), 7.85-8.0 

0 (1H, m), 8.20-8.30 (1H, m), 8.50-8.65 (1H, m) 

[0 2 2 5] 
tt/kto 6-102 

1 H-NMR (DMSO-de ) 8 ppm : 7. 35-7. 45 (1H, m), 7.50-7.90 (6H, m), 8.08 (1H. brs), 
8.38 (1H, brs), 8.40-8.45 (1H, m), 11.36 (1H, brs) 

[0 2 2 6] 
it&m 6-103 

1 H-NMR (CDCla +Me0D-d 4 ) 8 ppm: 2.74 (3H, s), 7.25-7.50 (2H, m), 8.30-8.70 (2H 

, m) 

[0 2 2 7 ] 

il&m 6-104 

1 H-NMR (CDC1 3 ) 8 ppm : 5. 64 (1H, brs), 6:41 (1H, brs), 7.10-7.20 (1H, m), 7.35 
-7.50 (2H, m), 7.60-7.70 (1H, m), 7.75-7.85 (1H, m) . 8.65-8.75 (1H, m) , 10.84 (1 

H, brs) > 
[0 2 2 8] 
6-105 

1 H-NMR (CDC1 3 ) 8 ppm: 5. 64 (1H, brs), 6.40 (1H, brs), 6.80-6.90 (1H, m), 7.30 
-7.55 (3H, m), 8.10-8.20 (1H, m), 8.65-8.75 (1H. m), 10.54 (1H. brs) 
[0 2 2 9] 
6-106 

1 H-NMR (DMSO-de ) 5 ppm: 1.14 (6H, t, J=7.1Hz), 3.43 (4H, q, J=7.1Hz), 6.56-6. 
62 (1H, m), 6.72-6.84 (2H, m), 7.30-7.35 (1H, m), 7.50-8.03 (3H, m), 8.19 (1H, d 
, J=9.1Hz), 11.21 (1H, s) 

[0 2 3 0] 
it&m 6-107 

1 H-NMR (DMSO-de) 8 ppm : 6. 74-6. 82 (1H, m), 7.34-7.47 (2H, m), 7.62-7.70 (1H, 
m), 7.96-8.12 (3H, m), 8.31 (1H, brs), 11.04 (1H. s) 

[0 2 3 1 ] 
\\&m 6-108 

1 H-NMR (DMSO-de) 8 ppm : 6. 72-6. 84 (1H, m), 7.32-7.72 (3H, m), 7.96-8.11 (2H, 
m), 8.31 (1H, brs), 8.37-8.47 (1H, m), 11.04 (1H, s) 
[0 2 3 2] 
6-109 

1 H-NMR (DMSO-de ) 8 ppm : 6. 70-6. 90 (1H. m), 7.30-7.70 (2H, m), 7.85-8.20 (3H. 
m), 8.36 (1H, brs), 10.99 (1H, s) 

[0 2 3 3] 
it&%0 6-110 
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1 H-NMR (DMSO-de ) 8 ppm 12.43 (3H. s), 6.75-6.80 (1H, m), 7.32-7.39 (2H, m), 7 
.49 (1H, d, J=8.5Hz), 7.92 (1H, brs), 8.00-8.12 (2H, m), 8.21 (1H, brs), 10.99 ( 

1H, s) 

[0 2 3 4 ] 

it&m 6-111 \ n 

1 H-NMR (DMSO-de ) 8 ppm: 3. 81 (3H, s), 6.70-6.85 (1H, m) , 7.05-7.60 (3H. m) , 7 
.74-8.10 (3H, m), 8.20 (1H, brs), 11.02 (1H, s) 

[0 2 3 5] 
item 6-112 

1 H-NMR (DMSO-de ) 8 ppm: 3. 98 (3H, s), 6.72-6.82 (1H, m) , 7.08-7.40 (3H, m) , 7 
.78-8.24 (4H, m). 10.98 (1H, s) 

[0 2 3 6] 
it&m 6-113 

1 H-NMR (DMSO-de ) 8 ppm : 3. 86 (3H. s), 6.72-7.40 (4H, m), 7.86 (1H, brs), 7.96 
-8.35 (3H, m). 11.14 (1H. s) 
[0 2 3 7 ] 
6-114 

1 H-NMR (DMSO-de ) 8 ppm: 5.24 (2H, s), 6.72-6.83 (1H, m) , 7.00-7.58 (8H, m), 7 
.85 (1H, brs), 7.97-8.20 (2H, m), 8.30 (1H, d, J=9.0Hz), 11.14 (1H, s) 

[0 2 3 8] 
it&m 6-115 

1 H-NMR (DMSO-de ) 8 ppm: 2.40 (3H, s), 6.30-6.40 (1H, m) , 7.05-7.20 (1H, m), 7 
.28 (1H, d, J=3.2Hz), 7.45-7.55 (2H, m), 7.86 (1H, brs), 8.06 (1H, brs), 9.98 (1 

H, s) 

[0 2 3 9] 

it&ty) 6-116 

1 H-NMR (CDC1 3 ) 8 ppm : 2.45 (3H, s), 5.59 (1H, brs), 6.15-6.25 (1H, m). 6.39 ( 
1H, brs), 7.15-7.25 (2H, m), 7.35-7.45 (1H, m), 8.35-8.40 (1H, m), 10.72 (1H, br 
s) 

[0 2 4 0] 

it&m 6-117 

1 H-NMR (CDC1 3 ) 8 ppm : 2.45 (3H, s). 5.59 (1H, brs), 6.15-6.25 (1H, m), 6.38 ( 
1H, brs), 7.15-7.25 (1H, m), 7.35-7.45 (2H. m). 8.65-8.75 (1H, m), 10.73 (1H, br 
s) 

[0 2 4 1 ] 

it&m 6-118 

1 H-NMR (DMSO-de ) 8 ppm : 2.41 (3H, s). 6.32-6.47 (1H, m), 7.20-7.48 (2H, m), 7 
.70-7.80 (1H, m), 7.97 (1H, brs), 8.24 (1H, brs), 8.36 (1H, d, J=8.7Hz), 10.99 ( 

1H, s) 

[0 2 4 2] 
it&® 6-119 

1 H-NMR (DMSO-de) 8 ppm : 2.41 (3H, s), 6.35-6.47 (1H, m), 7.22-7.33 (1H, m), 7 
.54-7.64 (1H, m), 7.88-7.96 (1H. m), 8.05 (1H, brs), 8.35 (1H, brs), 10.93 (1H, 

s) 

[0 2 4 3] 

it%® 6-120 

1 H-NMR (DMSO-de ) 8 ppm: 2.41 (3H, s), 3.30 (3H, s), 6.35-6.45 (1H, m), 6.95-7 
.00 (1H, m), 7.05-7.10 (1H, m), 7.20-7.25 (1H, m), 7.82 (1H, brs), 8.03 (1H, brs 
), 8.25-8.35 (1H, m), 11.07 (1H, brs) 
[0 2 4 4 ] 
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1 H-NMR (DMSO-de) 5 ppm I 1.27 (3H, t. J=7.6Hz), 2.76 (2H, q, J=7.6Hz), 6.40-6. 
45 (1H, m), 7.25-7.30 (1H, m), 7.35-7.45 (1H, m), 7.60-7.70 (1H, m), 8.00 (1H, b 
rs), 8.10-8.15 (1H, m), 8.27 (1H, brs), 11.06 (1H. brs) 

[0 2 4 5] 
it&m 6-122 

1 H-NMR (DMSO-de ) 8 ppm 11.27 (3H. t, J=7.6Hz), 2.75 (2H, q, J=7.6Hz), 6.35-6. 
45 (1H, m), 7.20-7.30 (2H, m), 7.53 (1H, dd, J=2.2, 9.1Hz), 7.95 (1H, brs), 8.21 
(1H, brs), 8.35-8.50 (1H, m), 11.12 (1H, s) 
[0 2 4 6] 
'ffc'cH^ 6—123 

1 H-NMR (DMSO-de ) 8 ppm I 1.27 (3H, t, J=7.6Hz), 2.76 (2H, q, J=7.6Hz), 6.40-6. 
45 (1H, m), 7.25-7.30 (1H, m). 7.50-7.70 (2H, m), 8.02 (1H, brs), 8.29 (1H, brs) 
, 8.40-8.50 (1H, m), 11.08 (1H, brs) 

[0 2 4 7] 
ifra%0 6 — 124 

1 H-NMR (DMSO-de) 8 ppm : 1.26 (3H, t, J=7.5Hz), 2.75 (2H, q, J=7.5Hz), 6.40-6. 
45 (1H, m), 7.20-7.30 (1H, m), 7.35-7.45 (1H, m), 7.70-7.80 (1H, m), 7.99 (1H, b 
rs), 8.25 (1H, brs), 8.35-8.45 (1H, m) , 11.09 (1H, brs) 

[0 2 4 8] 
i^^O 6-125 

1 H-NMR (DMSO-de ) 8 ppm \ 1.26 (3H, t, J=7.8Hz), 2.76 (2H, q, J=7.8Hz), 6.40-6. 
45 (1H, m), 7.25-7.30 (1H, m), 7. 55-7. .65 (1H, m), 7.90-8.00 (1H, m), 8.08 (1H, b 
rs), 8.35 (1H, brs), 11.03 (1H, brs) 
[0 2 4 9] 
6-126 

1 H-NMR (DMSO-de ) 8 ppm : 1.27 (3H, t, J=7.6Hz), 2.43 (3H, s), 2.75 (2H, q, J=7 
.6Hz), 6.40-6.45 (1H, m), 7.20-7.40 (2H, m), 7.45-7.50 (1H, m) , 7.90 (1H, brs), 
8.10-8.20 (1H, m), 8.17 (1H, brs), 11.01 (1H, brs) 

[0 2 5 0] 
ft&VO 6-127 

1 H-NMR (DMSO-de ) 8 ppm: 1.26 (3H, t, J=7.6Hz), 2.75 (2H, q, J=7.6Hz), 3.86 (3 
H, s), 6.35-6.45 (1H, m), 6.95-7.00 (1H, m), 7.05-7.10 (1H, m), 7.20-7.30 (1H, m 
), 7.85 (1H, brs), 8.03 (1H, brs), 8.25-8.35 (1H, m), 11.17 (1H, brs) 

[0 2 5 1 ] 

6-128 

1 H-NMR (DMSO-de) 8 ppm 11.26 (3H, t, J=7.6Hz), 1.42 (3H, t, J=6.9Hz), 2.75 (2 
H, q, J=7.6Hz), 4.29 (2H, q, J=6.9Hz), 6.41 (1H, d, J=3.5Hz), 7.12 (1H, d. J=8.2 
Hz), 7.15-7.30 (2H, m), 7.85 (1H, dd, J=0.9, 8.2Hz), 7.92 (1H, brs), 8.09 (1H, b 
rs), 11.00 (1H, s) 
[0 2 5 2] 
6-129 

1 H-NMR (DMSO-de ) 8 ppm I 3. 86 (3H, s). 4.93 (2H, s), 6.75-6.85 (1H, m), 6.95-7 
.15 (2H, m), 7.25-7.35 (1H, m), 7.86 (1H, brs), 8.06 (1H, brs), 8.15-8.30 (1H, m 
), 11.16 (1H, brs) 

[0 2 5 3] 
it&m 6-130 

1 H-NMR (DMSO-de ) 8 ppm : 7. 25-7. 30 (1H, m), 7.40-7.70 (6H, m), 7.90-8.00 (2H, 
m). 8.15-8.25 (1H, m), 8.16 (1H, brs), 8.36 (1H, brs), 11.48 (1H, brs) 
[0 2 5 4] 

tBIE# 2005-3015101 
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^-v: 45/ 



it&m 6-131 

1 H-NMR (DMSO-de ) 8 ppm I 7. 20-7. 30 (1H, m), 7.35-7.55 (5H, m), 7.70-7.80 (1H, 
m), 7.90-8.00 (2H, m). 8.15 (1H, brs), 8.34 (1H, brs), 8.45-8.55 (1H, m), 11.50 
(1H, brs) 

[0 2 5 5] 
it^m 6-132 

1 H-NMR (DMSO-de ) 8 ppm : 7. 25-7. 65 (6H, m), 7.85-8.10 (3H, m), 8.23 (1H, brs), 
8.44 (1H, brs), 11.42 (1H, brs) 
[0 2 5 6] 
ik&m 6-133 

1 H-NMR (DMSO-de ) 8 ppm: 3.87 (3H, s), 6.95-7.15 (2H, m) , 7.20-7.30 (1H, m), 7 
.35-7.55 (4H, m), 7.85-8.15 (4H, m), 8.35-8.45 (1H, m), 11.55 (1H, brs) 

[0 2 5 7] 
ffrfrW 6-134 

1 H-NMR (CDC1 3 +MeOD-d4 ) 8 ppm : 7. 20-7. 60 (3H, m), 7.80-8.00 (1H, m), 8.15-8.4 

0 (1H, m), 8.60-8.80 (2H, m) 

[0 2 5 8] 
it&m 6-135 

1 H-NMR (CDC1 3 +MeOD-d 4 ) 8 ppm I 7. 30-7. 60 (3H, m), 8.20-8.80 (3H, m), 9.10-9.3 

0 (1H, m) 

[0 2 5 9] 
It&m 6-136 

1 H-NMR (DMSO-de ) 8 ppm : 3.87 (3H, s), 7.00 (1H, dd, J=2.2, 8.8Hz), 7.12 (1H, 
d, J=2.2Hz), 7.74-8.20 (4H, m) , 8.38 (1H, dd, J=2. 5, 8.2Hz), 8.99 (1H, d, J=2. 2H 
z), 11.12 (1H, s) 

[0 2 6 0] 
6-137 

1 H-NMR (DMSO-de ) 8 ppm : 7. 15-7. 33 (4H, m), 7.35-7.55 (3H, m), 7.67 (1H, dd. J 
=4.1, 9.1Hz), 7.88 (1H, dd, J=2.8, 9.5Hz), 7.98 (1H, brs), 8.24 (1H, brs), 8.40 
(1H, dd, J=2.5, 8.5Hz), 8.78 (1H, d, J=2.5Hz), 10.90 (1H, s) 

[0 2 6 1] 
it&m 6-138 

1 H-NMR (DMSO-de ) 8 ppm I 7. 15-7. 35 (4H, m), 7.40-7.60 (4H. m), 7.95 (1H, brs), 
8.10-8.30 (2H, m), 8.39 (1H, dd, J=2. 5, 8.5Hz), 8.77 (1H, d, J=2.5Hz), 10.97 (1 
H, s) 

[0 2 6 2] 
IfrfrW 6-139 

1 H-NMR (DMSO-de ) 8 ppm! 3.45 (3H, s), 4.10 (2H, s), 7.35-7.45 (1H, m), 7.55-7 
.70 (1H, m), 7.91 (1H, brs), 8.05-8.15 (1H, m), 8.20 (1H, brs), 10.76 (1H, s) 

[0 2 6 3] 
it&m 6-140 

1 H-NMR (DMSO-de ) 8 ppm 13.45 (3H, s), 4.11 (2H, s), 7.54 (1H, dd, J=2.2. 8. 8H 
z), 7.63 (1H, d, J=8.8Hz), 7.93 (1H, brs), 8.22 (1H, brs). 8.40 (1H, d, J =2. 2Hz) 
, 10.76 (1H. s) 
[0 2 6 4] 
6-141 

1 H-NMR (DMSO-de ) 8 ppm : 3.45 (3H, s), 3.96 (3H, s), 4.09 (2H. s), 7.08-7.15 ( 
1H, d, J=7.9Hz), 7.18-7.25 (1H, m), 7.75-7.95 (2H, d, J=8.2Hz). 8.07 (1H, brs), 
10.73 (1H, s) 
[0 2 6 5] 

ffiiE#2 005-3015101 
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: 46/ 



it&m 6-142 . „ 

1 H-NMR (DMSO-de) 5 ppm:4.82 (2H, s), 6.95-7.15 (3H, in), 7.30-7.45 (3H, m). 7 
.60-7.70 (1H. m), 8.00 (1H, brs). 8.10-8.20 (1H, m). 8.24 (1H, brs), 11.16 (1H, 

brs) 

[0 2 6 61 

it%® 6-143 , 

1 H-NMR (CDC1 3 ) 8 ppm : 4. 70 (2H, s), 6.90-7.15 (5H, m), 7.30-7.50 (4H, m), 8.5 

5-8.65 (1H, m). 11.17 (1H, brs) 

[0 2 6 7] 
fc&m 6-144 

1 H-NMR (CDC1 3 ) 8 ppm : 3.88 (3H, s). 4.69 (2H, s), 5.63 (1H, brs), 6.24 (1H, b 
rs), 6.85-7.15 (5H, m), 7.30-7.40 (2H, m). 8.45-8.55 (1H, m), 11.11 (1H, brs) 

[0 2 6 8] 

6-145 

1 H-NMR (DMSO-de ) 8 ppm: 4. 83 (2H, s) , 7.05-7.15 (2H, m), 7.35-7.45 (3H, m), 7 
.60-7.70 (1H, m), 8.00 (1H, brs), 8.05-8.15 (1H, m), 8.25 (1H, brs), 11.13 (1H. 

brs) 

[0 2 6 9] 

it&m 6-146. 

1 H-NMR (DMSO-de ) 8 ppm : 4.84 (2H, s), 7.10-7.15 (2H, m), 7.35-7.45 (2H, m), 7 
.50-7.70 (2H, m), 8.02 (1H, brs), 8.27 (1H, brs), 8.40-8.45 (1H, m), 11.13 (1H, 

brs) 

[0 2 7 0] 

it^^S 6-147 

1 H-NMR (CDC1 3 ) 8 ppm: 3.88 (3H, s), 4.66 (2H, s), 5.54 (1H, brs). 6.26 (1H, b 
rs), 6.80-7.10 (4H, m), 7.20-7.40 (2H, m), 8.45-8.55 (1H, ■), 11.09 (1H. brs) 

[0 2 7 1 ] 
it&m 6-148 

1 H-NMR (DMSO-de ) 8 ppm*. 1.58 (6H, s), 7.05-7.20 (2H. m), 7.30-7.45 (3H, m), 7 
.60-7.70 (1H, m), 7.95 (1H, brs), 8.05-8.15 (1H, m), 8.22 (1H, brs), 11.24 (1H, 

brs) 

[0 2 7 2] 

-ffrfrW 6-149 

1 H-NMR (DMSO-de ) 8 ppm : 1.58 (6H, s), 7.05-7.20 (2H, m), 7.30-7.45 (2H, m), 7 
.50-7.70 (2H, m), 7.97 (1H, brs), 8.24 (1H, brs), 8.40-8.50 (1H, m). 11.28 (1H, 

brs) 

[0 2 7 3 ] 

6-150 

1 H-NMR (DMSO-de ) 8 ppm: 4. 23 (2H, s), 4.70 (2H, s), 7.25-7.45 (4H, m), 7.49 ( 
2H, d, J=7.3Hz), 7.60-7.65 (1H, m), 7.98 (1H, brs), 8.05-8.15 (1H. m), 8.22 (1H, 

brs), 10.90 (1H, s) 

[0 2 7 4] 
it&m 6-151 

1 H-NMR (DMSO-de ) 8 ppm : 4. 23 (2H, s), 4.70 (2H, s), 7.25-7.45 (3H, m), 7.49 ( 
2H. d, J=7.3Hz), 7.55 (1H, dd, J=2. 2, 8.8Hz), 7.63 (1H, d, J=8.8Hz), 8.00 (1H. b 
rs), 8.24 (1H, brs), 8.41 (1H, d, J=2.5Hz), 10.90 (1H, s) 
[0 2 7 5] 

y] ^VV , 77V-2-*^'W5K (ft-frW 7 - 1 ) 
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3 _ (s-^nn^f^y^^T?;) -6-> b*W/7?>-2-*** 
jft5K (7 3mg) Of h9tKP75> (lmL) M;.x*-/UT5 > (0. 

0 3 5 mL) t4-7i^t'^7y> (7 6mg) fcim*.* 6 0tKt-*«ffU. 
a£«<&4fcfc**inx* WUltl^MSiJLT, mmit^m (6 7mg) 

1 H-NMR (DMSO-de ) 5 ppm : 2. 50-2. 60 (4H, m), 3.10-3.20 (4H, m). 3.30 (2H, s), 3 
.87 (3H, s), 6.70-6.80 (1H, m). 6.85-7.15 (6H. m). 7.55-7.70 (2H. m). 7.75-8.15 

(4H, m), 8.20-8.30 (1H, m), 11.19 (1H, brs) 
[ 0 2 7 6] 

<9 ^ -fk'^-^ 7 — 2 — 7-10 i&J&LtZo Ztlb £l£3 l-TF L/io 
[0 2 7 7] 
[^3] 



No. 



7-1 




No. 



7-6 



■N 



7-2 




7-3 




7-4 




7-5 





N 
H 




7-7 



•N 



1 




7-8 



fO 1 




7-9 




7-10 




[0 2 7 8] 

\Y,%%in - 2-7-1 0<Dftfitt^£lTi:^t^o 
[0 2 7 9] 
■ft^-® 7-2 

1 H-NMR (DMSO-de ) $ ppm : 1.65-1.75 (4H, m), 2.40-2.50 (4H, m), 3.68 (2H, s), 3 
.87 (3H, s), 6.95-7.15 (2H. m). 7.50-7.65 (2H, m). 7.80-7.95 (3H, m). 8.06 (1H. 
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brs), 8.20-8.30 (1H, m), 11.18 (1H, brs) 
[0 2 8 0] 

{kitffi 7 — 3 

1 H-NMR (DMSO-de ) $ ppm 10.85 (6H, d. J=6.6Hz), 1.30-1.40 (2H. m). 1.64 (1H h 
eptet, J=6.6Hz), 2.08 (1H, brs), 2.45-2.55 (2H. m). 3.78 (2H. s), 3.87 (3H, s) , 
6.95-7.15 (2H. m). 7.50-7.65 (2H, m). 7.80-8.15 (4H. m). 8.20-8.30 (1H. m). 11.1 
4 (1H, brs) 

[0 2 8 1 ] 
•ft'ofe 7 — 4 

1 H-NMR (DMSO-de ) 8 ppm 1 1.00-1. 25 (5H, m), 1.50-2.05 (6H, m), 2.30-2.45 (1H, 
n). 3.82 (2H, s), 3.87 (3H, s). 6.95-7.15 (2H. m), 7.45-7.70 (2H, m), 7.80-8.10 
(3H, m), 8.05 (1H, brs), 8.20-8.30 (1H, m), 11.14 (1H, brs) 
[0 2 8 2] 

'fb'o'^? 7 — 5 

1 H-NMR (DMSO-de) S ppm : 3. 86 (3H, s). 4.30 (2H, s), 6.90-7.25 (4H, m) 7.35-7 
.55 (4H, m), 7.80-7.95 (3H, m), 8.04 (1H, brs), 8.15-8.25 (1H, m), 11.11 (1H, br 
s) 

[0 2 8 3 ] 

y fb^^ 7 — 6 

1 H-NMR (DMSO-de ) S ppm: 3.87 (3H, s), 4.32 (2H, s) , 6.90-7.20 (4H, m) , 7.40-7 
.50 (2H. m). 7.80-7.95 (3H, m), 8.05 (1H, brs). 8.20-8.30 (1H, m), 11.11 (1H. br 

s), 12.25 (1H, brs) 
[0 2 8 4] 

1 H-NMR (DMSO-de) 8 ppm : 3. 39 (3H, s), 3.87 (3H. s), 4.27 (2H, s), 6 95-7.15 ( 
3H, m), 7.20-7.25 (1H, m), 7.35-7.45 (2H. m) , 7.80-7.90 (3H, m), 8.05 (1H, brs), 
8.20-8.30 (1H, m), 11.13 (1H. brs) 
[0 2 8 5] 

1 H-NMR (DMSO-de ) 8 ppm : 2. 55-2. 70 (4H, m), 3.05-3.25 (4H, m). 3.70 (2H s), 3 
86 (3H, s), 6.60-6.65 (1H, m), 6.70-6.80 (1H, m), 6.85-7.25 (6H, m), 7.30-7.35 
(1H. m), 7.88 (1H, brs), 8.08 (1H. brs), 8.25-8.30 (1H, m), 11.13 (1H. brs) 
[0 2 8 6] 

/ fb y n"^3 7 — 9 

1 H-NMR (DMSO-de ) 8 ppm : 2. 10-2. 25 (6H, m), 2.65-2.75 (2H. m), 3. 80-3.95 (5H 
m), 6.55-6.65 (1H, m), 6.95-7.15 (2H, m) . 7.25-7.40 (1H. m), 7.86 (1H, brs), 8.0 
8 (1H, brs), 8.20-8.30 (1H, m), 11.11 (1H. brs) 
[0 2 8 7] 

vc^^m 7 — io 

1 H-NMR (DMSO-de ) 8 ppm I 3. 86 (3H, s), 4.35 (2H, s), 6.40-6.50 (1H. m) , 6.90-7 
.25 (5H, m). 7.40-7.55 (2H, m), 7.89 (1H. brs), 8.08 (1H, brs), 8.20-8.30 (1H. m 
), 11.08 (1H, brs) 
[0 2 8 8] 

ttiRffl 1 

t h r tj -> y a 2 a swia»fiU8 tu* 

i ) m>7f/v>A2A &m&&&mi&<of&i& . , . , 

tt§mmm<n c Ho-Kiifit>y^> u 1 o % * (=*«*tt 

ft) *^trD-MEM/F- 1 2^ U > tT h n V x >1±S) -C#itt#JBfc bfco 
ICOPTI-MEM I (/f > if F n ?; x ^ tt«) t ft t b T / ^ A 2 a $S 

immRWy?*^ Kfc ^^7x^ya >f**L ipofectamine 200 

mSE# 2005-3015101 
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- *j : 49/ 



b?>9 6^x^V-K»5x 1 0 4 IS/we 1 ITi*, 3 7t, 5%C0 2 »^ 
#T-e 2 4 -3 0 B#Wi£#^ tafcK-ffiJS t^o 
[0 2 8 9] 

2) fc: >TtV ->>A 2 a £##M?S1±£>M5£ 

is itf*^yx^T7- tflfi*#JT?*4R o 1 i p r am (v^vtfcS) 3 0^M£# 
tfD— MEM/F - 1 2^SfeT?P^U/io 

iH^D-MEM/F- 1 2 JtFttl 5 0// L/w e 1 1 t2»U tOMb*** 5 
O/i 3 7t, 5%C0 2 T-Cl 0#W**flU 7fyV>f7U-a 

i&R o 1 i p r ammD-MEM/F-1 2 i&ttTCWSELfc 1 . 2 n MO 5 ' -N 
-if;^my7U7f/y> (NECA;->mi) ^5 0^Lfoix., 3 
7"C 5%C0 2 Tt2 5«lUo dojRJBOffjh*J:0 f '€-^»«>c AMPO* 

i/»-cirofc. {l#S*0«fflliM i c r o p 1 a t e Luminometer TR7 

1 7 (7 7" 7^ K'<c>f tv^f AXIil) b/i 0 
NECAlJicAMPl^CMtSM^I^^K i ^TOjSCft^ 

IiE#i°(%) = [1- I (NE C A ^t^»*#Tt?« c AMPi-7f / y >f 
7?t-lfi3i^Ro 1 i p r am^^tfD-MEM/F- 1 2W*»cAMPi) 
/ > (NECAWJt^cAMPl-77 , yy>f75t-tf*i^Ro 1 i p r am* 

UrtfD-MEM/F- 1 2W*«c AMPi) I ] x 1 0 0 

Ki=ICso / Il+J6xl0 10 /Km) } 
[0 2 9 0] 
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K Hit (nM) 


6-2 1 


4. 1 


6-15 1 


6.5 


6-36 1 


6.4 


6-91 | 


6.5 


6-108 


9.3 


6-109 


2.7 


6-133 


i 3.2 


6-138 


4.5 


6-141 


1 9.3 


6-150 


| 2.2 


7-1 


1 8.0 


7-7 


1 8.6 



[0 2 9 1 ] 

10*012 

y -f^ 4- ffl -c fpffii" £ c: # s_ c £ & a 

j&g SI * &*r i" * fz tb - * > V > * « <n - ° * * * * v ~? 9 ' ~ * 36 11 ° 

ifty.l (Crj:CD(SD) IGS, «2 0 0- 2 5 0 g, B ^t7^^m 

»«U *H*fHMW*a) 0. 2 5mg/kg«M4U f©4Bir^*^ 

(Morelli and C h i a r a E u r J . P h 
armacol 117:179-185 (1985)) V>TfflJ5£ Ltz a 
(30rag/kg) ti> 0. 3% Twe e n8 0 L** I' 7 
«*0 2*BtWlcWert**tfc. tfc»IH*kU, 0. 3% Tween80«I 
e*&ra»fcfll&fl«:-5-Ufco 9? boSfi?:^? 13-14 cmk.Jtetft# tBL-tt 
3mm) tijlW±t^«h^^^Mm^#^'b^*>^*^^^^^^ L ^ 

[0 2 9 2] 

— (I) -T^£*L<Mt£-W±> fli^fcTf*^ A* a S«#3SSt^ffl 
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1/E 



Hbi] 




(i) 



CONHR 



1 



y -> > a 2 a 



fo7'j-;vtt7^^^0 ; R 3 > r4 - r5 ^ iyfR 
-cfcb ;fiU R 3 . R 4 > R 5 isi^R 6 < fc 

3SJSL ?^>^ 
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#fp{Mco#- 5 §- #12 0 0 4-0 1 9 2 3 5 

g#^-5§- 50400136522 

mm 

JB^t ^5Eii^±^ 0 0 9 4 

ffcjftH «16^ 1^290 



[Jims] ¥^:i6¥ 1^28 a 
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m m a 



f 



IK 811 # 



1 . B 

ft m 



[000104560] 
1 9 9 0* 8^3 1H 
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